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New aminoalky 1 1 sulfonamide derivative useful as an 
anticoagulant or an agent for treating thrombus and embolus diseases 
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Patent Fami ly: 
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Abstract (Basic): JP 2001011071 A 

NOVELTY - An aminoa Iky I Isulfonamide derivative (I) is new. 
DETAILED DESCRIPTION - An aminoalky I Isulfonamide derivative of 
formula (I) or its salt is new. 

A=(1) 5-6C cyclic hydrocarbon residue optionally substituted, (2) 

5- 6C heterocyclic group optionally substituted or (3) bicyclic or 
tricyclic condensed ring optionally substituted; 

B' =5-membered cyclic divalent group optionally substituted or 

6- membered nonaromatic heterocyclic divalent group when A is (1) or (2) 
and single bond when A is (3): 

R1. R4=H or 1-6C alky I ; 

R2 and R3=H. tetrazolyl or -C0-R5 or 1-6C alkyl optionally 
substituted; 
R5=e.g. H; 
m=1 or 2; 
n=0 or 1 ; 
m + n=2 or 3; and 

0=hydrocarbon or heterocycle, both optionally substituted. 

An INDEPENDENT CLAIM is also included for an FXa (blood clotting 
factor 10) inhibitor containing (I) or its salt as the active 
component. 

ACTIVITY - Anticoagulant; thrombolytic. 

MECHANISM OF ACTION - FXa (blood clotting factor 10) inhibitor. 

USE - (I) is useful as an ant i -blood coagulation agent or a 
treating and preventive agent for the diseases caused by thrombus or 
embolus. 

pp; 33 DwgNo 0/5 

Title Terms: NEW; DERIVATIVE; USEFUL; ANTICOAGULANT; AGENT; TREAT; THROMBUS 

; EMBOLISM; DISEASE 
Derwent Class: B05 
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A61K-031/44; A61K-031/445; A61K-031/505; A61K-031/535; A61K-031/54; 
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II (RIKi. Cl-67;^/K ci-67/^y^f^ 
xv^x t> J: < > 

(c-l) : B»SRIII (RIII II. C 1 - 6 7/U3r 
/V, Cl-67/^/-f/K C2-67/^/^/K 

J;V^C1- 6T/W=3^rv^^7^2K=./W^^il^^^)a^r^ 

i") "CMStit^tt J:t^r ^ ci- 

6T^^r/^. C7-1 077/^HKHC6-10 

7y -&i>*bm&ti,z>mT-m&£tix^Ti> xi^ 3 — 8 

10*^S«7 ^ J SX*> t) > 
(d - 1 ) : 4 ^ h'-t^m. i/Sm, FT-isS 

^OlMli^^C, ±IB (c-l) (OH&SRIII 
iB tf ix -5 S X S & $ ix X ^ X t «t t V 
(e-l) r/NP^yg^ '>7;St>L<(i-hPl 

(f-1) :^/^>*>/uS, C 1 - 6 T/\s^*cis*/l' 
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tf^,ug N c 7 - 1 2 7!) -/U^^v-^/Utf^/Ugfc L 
< I1C 6 - 1 07D-/U-C1 - 4 

^it'fct) ; (f-i) *o7y-/uSf*. *ibicm& 
gRiv (Rivt*. ±ie (b-D o«aaRii^6aii 

ixoltl-2i^t'ijg^t^T{)J:^7^, 1 
— 5<iO/>o^>J[^^-T'g^^tLTt>T^ J: t^C 1-6 
7/U*/Ufc L< ttC 1 - 6 7/^^y, ^ o ^ > ^- N 

(g-1) :|-CONRR' . -CSNRR 1 . — C 

0- R t L < ft- S O y - Rt'fc 9 . R(L 7j<^^-^t) 
L<tt«ftSRV (RVlis Cl-67/^/K C3- 
6 v-^ ci 7/U^/K C 6 - 1 07 y — /K C 7 - 1 07 
ytv*jv\> l< ti«*fll*«:»U ^ 12 tg States* fit 

tR£2xS— 1 —4li^^t?t Z*><D (i) 5~ 

ei^iist^fiii, (ii) 8-i2S^)ii 

5t3&*2£«35S&S. (iii) 3-8g^|Dt U< Ji^ffi 

£>7/U3r/K p 7/U3r/K 7D-/K 77^ 

*/ut L< ttffSfftStt. £b\z±m (f-i) oi^ 
SRIVTBtftSixX ^Tt) «fct>) R ' 12, 

^i,L<liCl-67/^/K C3-6y^P7/U^ 
/l^it L< liC 7 - 1 077/^^I^f)Iim5Sf 

[0039] ::t\ ±IEO (a-1) - (g-1) T* 

1- 67^^K C2-67/^^;K C2-67^ 
~/K ^oy>M, /^P^WbC 1 -67^^/K > 
T J , 7 ^ y , t Kd^'X ^/U^^e-Y /K C 1 - 6 7 
^3#*X C2-6 7/^-/^^^ C2-67/^ 
^/L-^v'. Cl-67;^^ft, Cl-67;^^ 

Cl-67/^/^/l'*-;K ^ty/y 
C 1 - 6 7;V^r/U7 £ y > CI-67/Up^^/U^- 
/K C2-67^y^f/K C 2 - 6 TjVjjj^jVT ^ 
y N tFD^->-Cl-67/^;K Cl-67/U=*3f 
*>-Cl-67^/K #/U3#3f~>- C 1 - 6 7/U*- 
/K C 1 - 6 7/U^ v'^/Utf^ /I — C 1 - 6 7/U3r 
/K ^;W<^-f;U-Cl-67^^r/U, N- (Cl- 
6) 7/^/^/W<^t ^f;U- C 1 - 6 7/^/K N, N 
-v^C 1 - 6 7/^/^/^'f/l'-C 1 - 6 7/^ 
/K 7x-/K 7j/^*X 7i^;Pf 7x^;PX 

l^o^y^, Hi7/utP>^K >7y. t Kp 
^r-> x 7^y. -hn v ;{//U;K:^->/K #/Ux«^/K 
Cl-67/^/K Cl-67/^^-X ^y/v/Cl 
- 6 7/^^7 ^ y % Cx- C 1-6 7/U*/u#/U'<^>f 
/K Cl-67/^^r^/^^/K N-C1-67/U 
3r/U;&/U/<^e-f /K N, N-^Cl-67^^r/U^;U/< 
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^-Ol^JtfC 2 -6 7/^/^/U7 S y *»baitfjx* 

[0 0 4 0] [1 - 2] #4 L< ttU Qtf\ (1) CI 
-6 7;^M, (2) C2-67/^^;Ul, (7) 

c 6 - i 4 7 y -/us, ( 8 ) &mi%*sxfiY\z®tmi% 

tl — 4i!£^fr<>: ^^>(D (i) 5-6l(DM^f 

KttXStS* (ii) 8-1 2J|offia3;2r$&ttXflt 

(iii) 3- sm^m^h u< te^mftn^^&kmm 

(2) s (7) isxrj (8) O&Sli. 

[1-1] (a~l) - (g-1) ^e>»«*tLS^7 

MfESixfc*) T*ffiil:i-2iiftS*i-c^-CtJ: 

[0 0 4 1 ] [1-3] J;t)#£L<tt. Qfi> 
(1' ) (2* ) tit, IMtLX, (a- 

1) - 1 4 7y— /US^fctt (b-1) (Do 

(i) S^6A<DMEL7K.3S&t&&mmm. (ii) 8-1 

^ai0t^-fix^<DS»S-C 1 ol^^tifc, CI -67 

2-6 7/^^/vS (£ 19 :bltC 2<Q7/u^~/uS) ^ 
£>£IM2 (7* ) ^P^Mtl- 2®ttjft$ttTl^ 
rtfit^c 6 - i 4 7 y — /US, 4*:te. (8' ) 

i ~ 2<aa»s ixxv^rt jki^siB^K^ 

l — 4 ®Sr#tP £ r *><D ( i ) 5 — 6fiC0^ 
^5£3^££2IfK^S, (ii) 8-l2lOH^f^ 
tIKaiS, (iii) 3-8l^fttl<|j:TOfpMf 

[0 0 4 2] ( 1 ' ) t> U < « ( 2 ' ) COM^S 

*<D5j^mtt. ^i:ao^>i^ hy7;utp^f 

/U. >7y . Kd ^r«> s 7 ^ y . = h o % ^/U^^fi/ 
/U, ^7/U^<^-f/U x C1-67/K/K C1-6 7/U3 
^r>. ^ey/v?C 1 - 6 7/U3r/U7^ y , yCl-67 
/u^f/u^7/u^<^-f /K C 1 - 6 7/U=i^'>^/U/-K^/u N 
^ N-Cl-67/^/^/W^;K N, N-i^l— 6 
7/U^r/U^7/U/<^E-r /Ui5 itJ^C 2-6 7/U^ry ^ /U7 ^ 

y ^tjitfixsit' i - sii^^ht^xt^^,, 

[0 0 4 3] £fc (7 1 ) (8' ) ^IM^^ 

^^^IL £<bir±i$tf) (a-1) - (g-1) 

[0 0 4 4] [1-4] £ib«C#i£L<d:. Qfi. 
y/H, ^^i^^/uS. ^^y/u£. l~t7f;H, 
5(? 2-^^^/US. ^y/77V-2-^/l^I, ^isy^ 
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^>-2--r/ws. y Ky /w- 2 /ug. *sv> 

[0 0 4 5) [2] it ( I ) <Ofc&*HZi$},*X* 

[2-1] aii. (i) iftS^t^rti^ti 

«as© 2 sttt l < li 3 attos^aitfci. ::t 
tt, q less its stent* *5j;tf fry-/p 

[0 0 4 6 ] r^fpt> l< ii^iafpoS'-e^^rl^m 

1)JW-»*U:N* O. Sfrt>m$lt!tlZ>'J>te< hi> loo 
^njR^- (#£L< l*l-4fi) ^r^tfc A* Win 

/K f^/y^^/K t'^yy/K fh7t FPt'7^ 
rjfSlKISasatSj <75«i:LTfi, t'ny/K 7!i/K 30 

/k ^ y ^-^r-^^y /w. f^ryy/K -ry^ryy/K 
t'^yy/K l, 2, 3-hy7/y/K 1, 2, 4- 
hyr/y/K 1, 2, 3 -^-^^^r ✓ y 1, 

2, 4 y*J /K 1, 3, 4-^^r^i/Ty" 

y/K 7 7f^ i, 2, a-fr^r/y/K 1, 

2, 4-f7^7/y/K 1, 3, 4-f7v7/y 

/k 7^7/!)^ fy^K eyyv^/K ey vy 

t* 7 y^K 1, 2, 3-hy7^/K 1, 
2, 4 - h y r 1, 2, 5-hy7y-;K 40 

1, 3, 5-hyr^/w fr^r^/u^ifb 

[0 0 4 7] £/c. rfflftt> L< li^ffifP0 2«ttt> L 

<ii3«tto|g'&«Sj £«u ~±i& (1)0 rigfp^ 
^b**Sj £±*B (2) <d f&fot>L< (i^ffiSws*- 
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— /K -t7^vK 7h7t Kot7f/K T>J*y/K 
7xfy7y/u§^^if5^i:^t'#5e "oflUT 

1*. iH-o^/y/K -<^y ^ jysoy 

yy-jv^ ^isyj-^L- /u x ^y^c>y^^-/u x -<> 

x>f>y/y;K ^ymt/y/K 1, 

^yt^rt/!l;K ^<>/f7/y;K 1, 2-*<>V 

^yf7/y/K ^y/f7=/K iH-^yy hU7 
yy/K ^>/77^/k ^^Ky;w >f y^y Ky 
/k -rvKy-^K ^yy/K o^yy/K *>yyy 
*t-yy— /k *y y 7^7y-/K 
^>/y7y^/K 7 h7t Fn>fy + y y/K 

J* U^A- N 7xt>^y-^/K ^^-t->^ a y 

7!)^/K t7f y^ = /K (4, 5, 6, 7 -) T 
h7t Kpf7/o [5, 4-c] t c y>vu (- 2 ->f 

/W). (4, 5, 6, 7-) rh7t h'pfiy [3, 
2-c] t° y >*/K (1, 2, 3, 4-) 7h7t Kd 

-fy^yy^ (-6-^^) . ^ryn [5, 4-c] 
ey^/u (-2-^/u) „ eno [i, 2-b] t°y^ 
v?~,k t^y [i, 5- a] t-y^/u. s yy 

[1, 2 -a] fy^K -f [1. 5- a] 

[i , 2-b] ey/^;K -r ^ yy 
[i. 5- a] ey v^/k l, 2, 4-hyryo 
[ 4 , 3 - a ] e y >vk i, 2, 4-hyryp 

[1, 5- a] t°y ^ CyrwK 1, 2, 4-hy7/n 

[4, 3-b] ey^v^/K -O'Ky^/K ^/i^ 
yy/K #/u*~y-/K ryyv^/K 7xy ^-^i/— 

/K 7x7 77v?^/K 7xtv/^/K ^ry^r^^ — 

[ 0 0 4 8] #:Jo. A(rjo«t5_blEO ( 1 ) > (2) . 
ISXXf (3) 0~"~~0^(l x (pltLt^^lw. Rq (R 
q«QC0S«S (a) - (g) (»*L<tt (a-1) 

~ (g-1) ) ^r^-T) X* 1 — 3 ^m&£ixTi^Tib J: 

t\ fcStMi. AtC*5tt^>±fE (1) % (2) *5 

•tt/ (3) Ra (Rali<A^> (7jc*l^^. 

s^ay>WL^-^ hy7/U^-P^^/Vi, hy7/PtP^ 

h^r->S. C//US> jJJUs**o( frX* 7>/P7 7 

^e>f/wS. 7;/l, y7;l, =-h^m. Cl-67 
/w^y-f/i-S. ci-67^3^ys> ci-6r/u=i 

^iy^/U^nyl-S, Cl-67/^/l'^/^^S, C 
l-67/^;U^;U7^n;Ui, ^/ -5^ L < liy-f 
SCl-67/VW;y£ 3-8g0^7;y 
Cl-67/^y-</l'7^I, 7x-^l, 7^ 

hS, C 1 - 6 T/U^r/U^^-S. Cl-67^^r/Uft 
#/i^^/i-S. k Ko^yltKd^y-f Kliy 
-i^c i - 6 7/^/ur ; y ^^#-^1) frhi£1S. 

J: 5ftS^^lt^m^ixT^Tt«t^v Cl-67^ 
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C3-6y^P7/^/i-l, C1-6T/W=»=¥ 

ti< tt^iafD<o5-6ji<oi3[*«s-e*>9) a>fciStf 

[0049] [ 2 - 2] 4 y ff£ L< (4, All. ±IEA 

<d (2) cmm *zxz>mx-foz> 0 zbizAtK aetisiH 

[0 0 5 0] 
[flS3] 

4 >- 

::t\ Gi , G 2 . G 3 , G 4 «5CCH^IiNT' 
& v" . L< I1G 1 -G 4 <D'J>t£< thl Of4N"Cfc 

■K 4 9#£L<I4, 2 
-t c y^/K 4 - ^ v^/K 3-t e y -;y^;K 4 
- t'y t 0 fc>tf#£ L< (is 4 

[0 0 5 1 ] Pfil(?)A^It)J:^(DlilRq ( £ t) 
felt. (a-1) - (g-1) ) IwJ: t)ffiBlwl — 2<@ 

&£;ft,T^Tt> 4</\ 
[0 0 5 2] [2-3] fc*lM4. AI4_bfE (3) l^tt 

£L<f4. (4, 5, 6, 7-) fh7t Kof7/D 
[5, 4-c] try-^ (-2--T/U) . (4, 5, 

6, 7-) 7h7t Kofx; [3, 2-c] k°y is/V 
(-2-4 /V) N (1, 2, 3, 4-) fh7t Kp^ 

y^-yy/u (-6-xf/w) . ^rvn [5, 4-c] t? 

y v?/W (- 2--T/1-) . 1, 2, 4-hy7/o [1, 
5-a] fc'y (-2--T/U) T*fc5c ^f^KO 

A<0«fc±a<0ilifeSRq (iDblt, (a-1) - 
(g-1) ) K4 9ftS*w 1 ^ 3fiiB»£*LT^-Ct> J: 
< x fc£t/M45fcOR a -CI - 3llit&£iXT^T^4 

[0 0 5 3] [3] 5£ (I) ^b-&»lwfet^T, Bf4. 
A# (1) «»SixTt^-Ct it^fflfDt L< li^FfiSft^) 
5-6*0««KYk**S*fctt (2) «»SJXT^T 

t 4 t fp h l < i 4 t fia fa o 5 - 6 * <d m m m m <o t # 

14. Mift£ixTi^Tt> 41^5 *OiS?Dt> L< J4^FI£?n<D 
2 ti5S&«-t\ SfcBtt. A# (3) rH 

[0 0 5 4] BIC£5(^T. f 5*<Dffifdfc L< tt^Fffifd 
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:&4tf r^SSSj ©5*)tStfft8^5ft«)to^t,S 
feU:**!^*: 1 ol&t^c 2 <fficoS«rt>tv - 1 , 
2-, 1, 3-, 1, 4-. 2, 3-, 2, 4-. 2, 

5Hfc*=£Sj irtJa^i"* 2«S<7>W£ LT, v'^u'O 

[0 0 5 5] f^VttttXatSj lcS*-T5«4: L-C 
70 14. t'ny^^/K f h7t Kp77^"^/K f 

-f/K -f y**-t^— frisj /K f7/-/U^/K -Y 
yf7/-/Wv-f/K t^^-^'^/K 1, 2, 3- 
hU7/-/^;K 1, 2/ 4-hyr/-/Wy^ 
/K 1, 2, 3 -t^rfy7y-/^^/K 1. 2, 4 
-mv?7y^^/K.l, 3, 4-mv7^ 

— /U^/U, 7 7f y^/K 1, 2, 3 -f7v7y 
50 — /Wv^/K 1, 2, 4-f7y7/-/^/K 1. 

3, 4 -*-T^T:/ — A-^-f e>tbe 0 

< i4. :7 7>^/k f-t7xy^;w ^ 

a> f-T^—A'is<<;i'* i. 3, 4 -a-*u-^r ^— 

^-f/u*3i:^l f 3, 4 -f7y7^-^y^/U-C$) 

[0 0 5 6 ] remo^^^^^s^^(D2fffiSj HT 
f4. k'^7y>'y^/i' (tx^^y-i, 2-. 1, 3 

- ^ /c (4 1 , 4- ^-r/i-) > ^yyy^/p (tr^y 

SO 2-. 1. 3 ^^cl4 1, 4-v^-f/U) . 

^e/u^ y Vv^^/u (^e/u* y V- 2, 4 - ^ /c (4 3 , 4 
-y^;u) x f^/^!)>y^/i' (^^^/ptJ% y 
2, 4 - 3, 4 -^-f /W) . 7h7t KPt'7>y 
-f/Hfi^lf btt-5 0 »* L< 14 f-<7 is > is 4 /Ut> L 

< *4t°-<y i?>is4 /k 4: 9 fejttr^y s;^- 1 . 4 - 

[0 0 5 7] B^^Ji^ r^^^J (4, Cl-6T/U3r 
/l-S (»* L< J4>^/U, s '^Wlsm* (» 

^L<i4^^i^^. t > L<f4^^y-e^t), 

^ IM^Si LT*4»^ L< ill -2{@T*fe-5 0 

[0 0 5 8] [4] ^ (I) ^{b^^^ibH>T. R 2 . 
R 3 

[4-1] l^-^fc(4S^oT. TK^l^T-. fh7/!J 

/Ht-fcs^ 1-C0-R5 (R 5 n*ms%*i>is< 

£iXTt>T t&l^C 1 - 6 7/^/Ht 

[0 0 5 9] R 5 *4. L<f4. tK^I^T*. t K-o * 

Cl-67/W^;K Cl-67/^^A CI -6 
SO 7/^^y^^^^^7/^/U, *>5l^J4. C 1 - 67 
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/U*/K C 1 - 6 7/u = *v/*5j:tf^P^>JR^T*l» 

6 r 7 (::tR 6 &£xfiR 7 lira— t l< iisfto 

C4-7v-^dT/W 
c 2 - 6 T/utr=. yw*>5iMi'tixb^^-& 

*SSK1S3R«l4aF &i:n, S, O^^Iim^rnl 
1 — 2 ii^a^* Lt^T 1^) XhZ>fcZtlb<DW. 

/K Cl-67^^^^^^-/K ^"^y. CI -6 
T/l^/K t Ko^'/-Cl-67/^/K Cl-67 
TA^K ^;^>'>C 1-67^ 
3r/K C 1 - 6 7/^^- C 1 - 6 7^3^'>^/^ = 

[0 0 6 0 ] [4-2] Sot, R 2 . R3 ^ £ ^ » 
£L<fi, ra-£fcfi*fcoT. 7h7/y 
/^S^fcli, 

1) ^/Utf^rv-vUS. Cl-67/^^^t^/^, 

^yU^^/l^Z/U^f — ^2, C 1 - 6 TA-^r/K 

C 1 - 6 7/1^ ^r->io J:t/^0 ^ SfLTIO 

2) =£J -t> U< liv?-C 1 - 6 T/i>*c/i'W.&£tlX\'^ 
TtJ:V^/^<*^/V'Ss CI- 6 T/W^ 3r~>;*7/W<^e 
^f^S. C 1 - 6 T JV^^r^st) }V&~)VT }\>*c)V5i >V/< 

(<t 5 to It t°p y v?^- 1 --f ~/ug. t°-< y 

4 -*/is7fr y y ^7/PzK^/v x ft^!!;^ 
/u;j-;^K i, i-v?t^y-4-f^*uy^^ 

<fi5£-CONH (CH 2 ) p S (O) q Rio^fcli- 
CONH (CH 2 ) r NRiiRi 2 "C^£;ft,£ga^3lfi 

— /I'S. p(10-4Ot», qfiO~2(Dggu r fi 

3) RisTiS^fixT^Ttct^Cl 
(#£L<fiy^K X&>Z> (Ris»i^^^^ 

Cl-67/l'3^->^;|,^n/i,g 4 fc K P 3r > 
0 1- 67^3^^1, Cl-67/^^/^^r 
->S. 7;/S, ^/-fKliy-ISCl-67/1' 
Cl-67/^;^/U7;yl, C 1 - 
6 7/^/M;ht^7;;I, fcKo3r->. 
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t^!iyy-l->f/K t^7vy-l->f;K 4-^r 

/^y;, fi-^e^*!J;, i, i-^t^y-4-f 
ai-^/w* y y) fc^^iiN- t Kp^tW^I (T/u 

[0061] [4 — 3] X 9#£L< fi, R 2 > R3 <0 

##4Li\ *3REmoSt LTIt 1) ;& A- * ->A- 
2* Cl-67/^/^^/f-/i'S, Cl-67;^^r 
y^;l-^r:/Ul x C 1 - 6 7/^^yj;;l/*^;l,7/^ 

^ty-tKliy-Cl-6 7;u^r/ul^^itTt>Tt 
i^^/v-^^^^S, C 1 - 6 X/i^ ^r->^7/U/<^e^r 

1, Gl-67/^ ^y^;Ut>-/U7^^^7^/^< : t'f 

T't»$ixX^Tt6t>t«7^^/^=i/Ul (£9 

:btt en y v^V- 1 --f yu^^stfn/i'S, t^y 

1 -^/U^/^^/uS, t"^7^>- 1 # /V/tfn 

;^*-;us x i, i-^^y-4-ft^yy^ 

fc L< l«-CONH (CH 2 ) p S (O) q Rio^^ 
li-CONH (CH 2 ) r NR n Ri 2 t/T$n6l^^ 

7x^I % Cl-6T/U^r 
;U7x^^l N ptiO — 4<D%*%L^ q (i 0 — 2 CQg^U 
r li 1 -4 Oliffc^) 

[0062] [5] * (I ) 4>fc<frfefcft1^T* m. n 
<i. 

[ 5 - 1 ] mli 1 £/c(i 2 . n (iO^fcfi 1 <D^WlX&> 
30 *K m^ntOSrt:2 4fctt:3-efc6^ ^Kllm 

lffcO, i:t)fftl<lim^lX-n^ltfc6c 
[5-2] ::X\ md* 2<D&f^ it (I) i^io^T> 
[0 0 6 3] 
[ft 4] 




*0 fi. 

[0 0 6 4] 
[ft 5] 

T 2 F 

— c — c 

tmtzzttZc zcot^. r 2 ' . r 3 ' m—^tz 

liS^ots R 2 t)K(iR 3 £ LXWtfZ tvtcmfrb 
50 [0 0 6 5] #3£91ft'&«rt:*; ( I ) XTFZilZit-S® 
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A— B— CH 2 N — hC 



20 



[0 0 6 6] 
lit 6} 




(CH2) n - 



-N— S— Q 

o 2 



5S ( i ) (DitGyoizzs^x. Qt*» ( i ) c i - i or 

yU*^X* (2) C2-67;^^I, (3) C2- 
6 (4) C3-9v'^p7/U^S, JO 

(5) C 3 - 6 <D-># pT/^-^I, (6) C4-6 
y^D7/^yx^|, (7) C6-147!/-^ 
X. (8) R*W-7-£JL^HwK*JK*, ttUfflC^t t< Ii 

5<0 (i) 5 — 6fi<0*»s£3£§l£f5^St2v (ii) 8 

-l 2A<aSAA3$98T&Xft£. (iii) 3 - 8 

fnt> u< tt^iafd#3S*fl£is*aixi©ftrix3&^a*aix 

"C*>9. ±IE (l) — (8) (^^iifnoSll 
tbTt^ftt^^SfcttWT^) (a) - (g) a*kigS*£ix 

7*oS»XTteSi:: 1 - 5B«»4ixXl^-C fc J: 20 
< ; (a) - (g) Ii* Attttfcli. (a) Cl-67 
L< liC 6 - 1 4 T y -^Itfc 0 £ ix h Ii 
$felw«iftXRI (RHi. Cl-6(D7/U3^r^ 
g x C 1 -6 7/^M, 7; / Ix t Kd 

*->X* *>T>/lt) L<liT S v?;l$rlt) T'M&£ 
jh,Ti>"C * (b) KSlSlllC-T-fiJL^^KgRfflC^, «|t 

JDs^t>L< Ji^SelR-T-^e>S«$ix2>^^ pI^?- l —4 

mziztst ^^<d (i) eM<omm.^^mnmm. 

m. (ii) 8-12lOi^fMMl, (iii) 
3-8mcr>ISfPl> U< li^ffifD#5£#;K»i!mX^fir*t 30 

MmgRII (Rllli. Cl-67/u^l, Cl- 

SixTi^Tfc J: < * (c) «»XRIII (RHI Ii. C 
1-67/^^1, ci-67/^;^^i, ^<V/>f 
L< fi/^P^Wb£nT^Tt> <£^C 1-6 T/V 

x^xi>±^T ^ j (d) s K-r/ux> t^vj 

&>9, wix^^^S-^ <7}^l£Sfi£ ^l-v Cl-67/^ 40 
^S. ^^y-Y^Sti L< Ji 

^n-yWtSiX-Cl^r t«tV^C 1 - 6 T/U=>3r->;*7/l'/-tf 
^/PX^fciStf3fxeXT-«»*tLT^T<> J:t\ (e) 
^p^VD^ y/yltKli^hPl, (f) ^/u 
#^->^X. Cl-67/^^r*>M^I, C 7 - 
1 27y^t^r^^^ltl< liC 6 - 1 or 
!l-;P-Cl-47;^^r^/U^^lT'fcl rix 
e>OT y ->^£li£ bKM&XRIV (RIVfi, t Kn* 
±SE (c) Ogi&SRIII ^^SfiiX^XT-1 -2 



^ho|, y7/i, i-5i(D/NDyyl^-cMS 
ixT^ttj«):^Cl-67^^/uS, t>L<lil — 5fl 

m-r) x-m»itix^xhx\i\ (g) -co-rvx- 

&>tK RVI1 Cl-67/^^Ss C3-6->^n7 
/U^r/l.X x C6-107!)- /Wi, C7-1 077^ 

ti%^ p®^ 1 -4 iiSr^tr t r^x^) ( i ) 5-61 
0*»^3?S«?S^faX. (ii) 8-12gOli^ 
SSsHSsKSIX* (iii) 3 — 8MOl&fPt> U< li^£&*n# 
3?#Sl1S*mXofplix*^ffl*aXT*>?>. J:0»*L 
<fi. (l) Cl-67/^/l'l, (2) C2- 

6 7/^-M, (7) C6-147y-/Ui, (8) 

bm$i£tiZ>'^ ^pfS^F-l — 4fll£r&tf£ Z.Z><D (i) 
5-6fi©¥l^fSS$SS, (ii) 8-1 2M<£> 
rsi^fffiSiiS> (iii) 3-8S^i&*Pt> b< Ii 

i-C (1) > (2) % (7) *>J:t/ (8) <0#Xli. $ 
ibl;:±5$tf> (a-1) — (g-1) 

^JfESixfcX) T*ftSi:i-2iB»StiX^'C 1 i)J: 
< % £ <blc#£ L< Ii, Qli. 7x^/1^1, -O-^/v 

X> 7x^f/VS x l-^^^/l-X. 2- 

t7f/Ul, ^0^77^-2 /I'X. -<^^/^m> 

-2--f/ui, -f^Ky/i — 2--f/w£ N ^;yy-3 

ffit^ (t «J toittfiSSK^-tt/IHRIB^) t>b<liCi 
-6T/l'*/l>£ (kyfrrtpt^^m) "CI — 2® (»^ 
L<lilfi) T-fi«£;h,*: 4#ir^^ U 
<li. ffiSSfcliJlSI-CJlftUfc^^^a. 1^7^^ 

^/ui, i^i^^y^x. [^i--t-^^^x. fp]2-^^ 

^/ug-C^t). i:t)iPlt, 4-^op^fy^I, 4- 

idJ:U ; 6-> < p^^>'^u>'-2 —<yH^ff^ Lt\ 
[0 0 6 7] AtB t<0%^^t UTIi. Ad5 (l) S 

«Kit*SS, (2) g^^ixx^x t J:VN^4> L< 

teTmft<D5^6m<ommmm<Dk£. Bii. s»*n 
rt>rt) j:t^5fi^«asit> u< ii ; Fi&fp^2<ffi^^t^x 

^> -5 t MiB» $ t> <t ^ 6 2 ffiO*3JSRtt 
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[0 0 6 8] A& (3) tlX^X txfc^iS 

Btt*«^4:ai-^. ff*L<tt % AfjK (1) 
1:^^X117x^/1^1, (2) fciSI^Ttt 6fiL(Dyj^m 

[0 0 6 9] 
Ufc7] 

4 >- 

G 2 =^G 3 

::t% Gi , G 2 , g 3 , G 4 iia4i:cHX(iNt? 

ff* L< I1G] ^NT% G 2 , G 3 , G 4 ^CH ; G 2 
^NT% Gj , G 3 , G 4 ^CH ; G 3 ^NT% G 2 , 
G 2 , G 4 ^CH ; Gi x G 2 ^Nt\ G 3 , G 4 # C 
H ; Gi , G 3 J&SN-C, G 2 , G 4 ^ CH ; Gj , 
G 2 , G 4 ^NT\ G 3 ^CH ; Gi , G 3 , G 4 a*N 
T% G 2 ^CH^tOtfc!), S fcfcff* L< fi* G r 
*SN-e*>D, G 2 , G 3 , G 4 ^CH ; G x , G 3 fl*N 
XbV^ G 2 , G 4 ^CHiGj , G 3 , G 4 ^NT\ 
G 2 jftSCHTfcSo ■fc0A#WI-tt* 4-fy^yK 3 
-t°y^;U, 2-fUv ? /K 3 - t° 

#£L<f*. 4-ey §^=/u-e*>s. 

fc*3* ±IEO^-f^^G 1 — G 4 ONI:45^TN-t^ 
•>K«S15S^, G 2 ON-^-> K#»S Ut\ 

[0070] bic^^t, r 5Aofa?q 1 1 < te^iafp 

/K f7/^y^K ^yfT/^y-fyK fc°7^ 
-/Vy^f/K 1, 2, 3 - h!i7y-yP-yV/K 1. 
2, 4 - hl/7/-;U^/K 1, 2, 3 -^If- ^T 
y-yO-v^/K 1, 2, 4 -t^rt^7^yV yK 
1. 3, 4 -**ti?7^- A^-f/K -7y^>-J^i 
yK 1, 2, 3-f7y7/-/k^/K 1, 2, 4- 
fTy/y-^y^f/K 1, 3, 4 -f7y7/-/i^y 

[0 0 7 1 ] L< II. ft7x>y' 

-ok 3*-*-^;/ — yl^-f yK 

✓ -A-I?>f/MD«— 2, 4-. 2, S-fiffi^tett (£ 
9:btf-2, a-v^/l-) „ 1. 3, 4 -*-*1f^T:/ 
-fr- 2 , 5-^-OU:fcJ:tfl . 3, 4 -f7y7/- 

[0 0 7 2] r6fi^^^#^1S^^^2^Sj Ht 
fi. tX7v?y->V/l^ (k^7y>-l, 2-. 1, 3 
1. 4-v^yl-) , k'^y^yy/f/P (fc'^y 
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i>>- 1 . 2-. 1, 3-. Sfclil, 4-^-</U) . 

^/w* y (^/w* y 2 , 4-^/:ii3, 4 

2, 4-. -3, 4-v^ylO Sftf^lffcixSo ff*t 

< 11 t'-J 7 y> /H) L < li y ^ y yV /K i 9 
fc>tt f^y 1 , 4 -^-fyU^#£ Lt\> B^il 

O rg^gj Cl-67/^/H (^^L<ll^^ 
/K i^yU) , /np^v^ (»*L< JiffiSJS-T-. * 

Li\ B ITlis t^y^y 
-1, 4 - yH&s#* ll\ If:4-^f/uf7/y 
yP- 2, 5 -v*-Ovfc#* L^c 
[0 0 7 3 ] All. (3) iCjS^Ttt. ^iS?P<D2Stfc 

^tl^, J:t)J,^^(w|i. 4, 5, 6, 7-f h7t 
Knf7/P [5, 4-c] t'y^-2-^f;K 4, 
i>0 5, 6, 7-rh7t Kpfxy [3, 2-c] tfjl^ 

2 --r /k l, 2, 3, 4-rh7t Ko^y^y 
y>-6--fyK f7/p [5, 4-c] ey^y-2 

-OK 1, 2, 4-hy7/o [1, 5- a] fc° y ^ 
^>-- 2 -^yua^lf fcixfco 

[0 0 7 4 ] St AliRa (Rali<A?¥> (7K^I^ 
^ ^n^^, Fy7/wtP>f;vI, hy 

77*4/i>m. 7;;S, y7;l, ^hnS, CI- 
6 7/^y^/Ul, Cl-67/^^y|, C 1 — 6 7* 
30 /U^^i/^yUtf^/Ug, Cl-67/^/^;^^ 
C l - 6 T 4 ^/i-S. ^e/ -3^ L < fi 
^-I»Cl-67/U^7^yS, 3~8MC0¥^5C 
7;;S X C 1 - 6 T/U^7 y /U7 

^/^T'hl, Cl-67/^mS, 0 1- 67^ 
^/Uft^/^f^/H, t KP^yIt,L<li*y-f 
L< fris-mmc 1-6 T/i-^ryur ^ y 

-6 7/^;^, C3-6-y^P7/^;Ul, CI -6 
T/U=>3rism^ C 2 - 6 7/Utr=-/um % 7x^;Ul, 5 

[ 0 0 7 5 ] L < Ji. R a t It, 7fcf£I^. 7 !X 

mm*. &m&*. fkmm*. 3$mi%*. r^/m. 
N-xf/u7^yi, n, N^yf/P7-;ys, n, n 

-'>*xf;i,7^yi, l-eoy-;H, 4 -> ^/u- 

i-^7vyi, 3->^- i -^7^;!, > 



(13) 
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1, ^^iMiGi -G 4 <nfotifrb t tlCJgjft*<X5N 

[ 0 0 7 6 ] Rj . R 4 ll^lRIK^fc KI1C1-67 
/u*A-X (£0fett*3vK ^?vu) "CfetK 
L< (l7K^J® J fT^5c R2 . R3 l*. HO-£fc(iStt 

1) jfr/wd^vvuS. Cl-67^W/^^I, 
C 1 - 6 T/t'^ 1 ^-y^^^-^Is C 1-6 T/U=» ~> 
^/^'^^r/^/^^'-^ls C 1 - 6 TA^K 
C 1 - 6 r^=»^r'>*5J:tJ R ^n^ r >JS-?-T*S»$^ri^ 

2) ^ y - t L < II-; - C 1 - 6 7/^^«»jf ntP 
tUt^^ <; t'(/H, C 1 - 6 T^=> ^-isX/i"** 
<< /Wg. C 1 - 6 7/i'=i^ > >^/^^;l'7/^;i'^/M 

(t DbJjt'ny v/y-1 — ;u^/ud?-;uS, y 
l --fyi^/U/tf t'^^ ^V-- 1 --</v^7/w 

4 -^e/w* y y yfr^/tf^/K ft^/^y;^ 

<(i^-CONH (CH 2 ) p S (O) q Rio^fcfS- 
CONH (CH 2 ) r NRnRi2"C*£;h,*S**e>a!tf 
^61 (it+Rio. RnisJ:tfR 1 2liffl£l-7K3RiK J K 
Cl-67/l'^is 77^— /l^S, 0 1- 67^^^7 
pttO — 4 COggu q (10~ 2 <Dfg3&. r 12 
l-4(OBST'*>5) -C£>5tK Xtts 

3) Ri 5 t't8$ilt^T t iV^C 1 - 6 7/^/^ 

v'/i'S* Cl-67^3^r^/^^!, t Ko^rv 

Cl-67/^y^/^ 
i/S. 7;7l, *y-fL<tty-iftCl-67^ 

^r^r ci-67^y-</i'7;;s, c i - 

6 7/^/m/^^/p7;;i, t^y, t Kp^t'>. 

6l^tt7;/I (£ t>*>tt f ci y v?^- 1 -^/K 

/^yy, f^/^yy, 1, 1 -yt^y- 4 

*-^/u* y y) £>5^ttN- t Ko^rW;yl (T/u 

[0 0 7 7 ] mlilt/c(i2, n 0 4 12 1 O^^T* 
£>9. m£ n £ Ofptt 2 * fctt 3 T'feSd 5 . L < 12 

m^lT*n^lt*fe5K m^2fn^0, 2 T'n 

1 (Dm. * ( I ' ) 

[0 0 7 8] 
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A — B— CH 2 



Ri C=0 



-N — C — CH2 — N — S — Q 
H O2 



(it^Q, A , B, R } , R 4 ^i^Rs 12, _L3$<£>5£ 

(i) <D?£§ktm— x~hz>) xm$tiz>T% jTfr 
70 7 7^w^) ^itz-toaiiB^w^KSSixsia^ 

[0 0 7 9 ] it (T ) Kl*3^T»* Lt^fftS^f 
fttt. -ttt^tt, it (I) <DQ. A, B, Ri , R 4 & 
J:t/R 5 Lt>S<0»9J#5IJ?I£*t*c * ( I ' ) 

(£ D ^^S) T-l~2iE ($f£b<l2i 

B) T-«»$ixfcfc<0-e*>!K 4-ey^vK 3 

-try^/K 2-t°y^/K 4 - tfy 5 3 - f 

y^v^/K (£ 19 ;b>lf4 - t'JI 

/K 4 - t°y 5: v 5 ^^) T'fct). B^. 7 7^'^;K 

i/sijv^ 7-Ty — J\-V"< '\s<D&- 2, 4-. 2, 5-& 
gStt* (t Dfclt- 2. . .1, 3, 4- 

^Hy7y-/i'-2 l 5 - v^-r/U^^T/l , 3, 4- 

^7yy^/l^ (t 8 ^7i/y-l, 2-. 1, 3 -^/c 

tti, 4 - v 5 ^^) % f^y v?>v^/u <e^y^>- 

1, 2-. 1, 3-. £*Ll*l, 4-v^^f/W) T'fcDs 

-<y L^o ^ fc 4 - ^ 

^7/1)^-2, 5 -v?-f^t»* LIS 
[0 0 8 0] $>^lMi, A^, 4, 5, 6 f 7-^h^ 
tFuf7yn [5, 4-c] f y is Is- 2 --f/U. 
« 4, 5, 6, 7-f h7k Kofxy [3, 2-c] \f 
V Z/ls - 2 -4 1, 2, 3. 4-f h7t Ko-fy 

^yyy-e-f/K f7yp [5 f 4-c] ey^y 

- 2 ->f /i-t L< 11 1 , 2, 4-hy7/o [1, 5- 
a] k f y v^^-2-^;K'fe»)B^i^t*fc5 e 
[0 0 8 1 ] El±m*-f*Ltf>A<D« (mS^fcll^S) 

a-^I^K 7^1, ^^^S. x^/wg, > h 
^r>S. h y >^/W3i-ci>^^S x h!!7;^oy h^ry 
y7y|, 7^;y^f^S, tKD^>t t Kd 
5^ ^v/>^S, ^7/Ux<^-><yuS. £>£l^ttGi —G 4 <0 
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1TM - 2 Ml&£ix-O^T t>&< ; Ri , R 4 
7kSJS : F--Cft>?) ; R 5 ^ tKSIS^K t Kp^-a CI 

C 1 - 6 7^3^ryioi:^P^>MT'Ig$ilT^ 

— N R 6 R7 (wCCR 6 ^J:T^R 7 liBI— t>L<(2S 
fcoT, ^Sfl^K Gl-67;^/K C4-7y^P 
T/W3r/K C 2 - 6 T/l"$r 5 IMi-tiX fed* 88* L 
T I ^6 S* i — « ft o T 5 ^ 7 A OU*8l S: JB J« 

■r5*ss»a*sitt* fci-N, s, o^^Kfn^^f 

?>tf>«*SR5 liS&i-* t Kp^-a r^y. 
3rvvK 01-67^3^^^^ t^-y, CI 

— 6T/u3f/K t Kp^->-C1-67/1'^K CI — 
67^3^i/-Cl-67^;K *^#*->C1-6 
TVl^/K C 1 - 6 TA-^r^- C 1 - 6 7^3^y^/l' 

^/M^>f/WC 1-6 5>3 tftb 5 

SX-«»$ixXt^Tt> J: < s * (I" ) ^1-CO-R 
5 * It £ v^^ L< 14. 

1) X^^^-is^m. 

C 1 - 6 T/^^->#/u#^/bg x Cl-67/l'3^y 
^;^f^yU7/^/^/^^^S^ C 1 - 6 T/U^r/K 
Cl-6 7^3aryi3j:(;/NP^^T'ift^T^ 
T^«t^^3iy ^ry^^3. /USx WI'OS'/l' 

2) ^y - 1) U< (ii^-C 1 - 6 T/W^r/L-M^^ixT^ 
Tt > ctt^/i'^< j e-f 7i-S s CI- 67^3^^^^ 
-f/^a. C 1 - 6 r/U33^r^^/U^-/UT/U^/U^7/l-/< 
^t'TA'K* t^ry, tKn^r^ T ^ J *S 4 /U^3r 

(i: bit t'p U yy - 1 - fc^y 
l -4 ;ujj;u#~/i>^ t a -<7yy- 1 — < yujt? yt- 
4 -^e/w* y y ;&/U/tfr^ ft^/^!)y 

5S-CONH (CH 2 ) p S (O) q R 10 £*:{4-CO 
NH (CH 2 ) r NRnRi2"C^Si , tSa^?>jStfixSS 

(S:*Rio. RufeJ:tfRi2ttttA«-**«^ C l - 

6T7l-^r/WS. 7x^/P| x Cl-67/P^r^7x^/U 
pnO~-4(Dm&. ql4 0~~2<Dggu r 14 1—4 

[0 0 8 2] M^b^<bLTIi, 3- (6-*p 
a 1-7* 2 ->f/U^7U^>r ^ K) - 2 - [ 1 - 

(4-t°iJ^/u) e^yv^-4 — r^y^/Kl rsy 

:/p (R) - 3 - (6-y*P 

P^-y-^ U>- 2 -4 t\s*>Vi£^T ^ K) - 2 - [ 3 - 

(4 - t^r>y-4-'f/u>f^] r$y 
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7 p t*^->g^zii^/u^^-r /K 3— (6—^00-^^7^ 

u>- 2 - w^^u^^t s K) - 2 - [ 1 - ( 4 - e 
y vvu) ^y*/>-4->f/Mf;i'] 7^/0^ 

>g£, (R) -3- (6-^oot7^y-2-^ 

7/^y7 s K) - 2 - [ 1 - (4 - ey f^y 

4 --r/uy ^/U] 7;;7 P ufty|, 1- [3 
- (6-^oo-^^^U>-2 -^/Py^/l^y'T S K) 

-2 - [l- e^ys;y-4— f/v> 

TvU] 7;;7 P nt't^] fc°-<y>?>\ 4- [3- 
70 (6 p Dt7^ U> — 2 yl-^/UT^VT ^ K) - 

2- [l- (4-ey^/u) t°^y v?^-4 /wy ^ 

/^] 7;/^0t't^/i'] ^7U^y>- x 4- [3— (6 
-^uu-^-7^U>-2 -^/UyWUzfcy'T £ K) - 2 - 

[l- (4-fy^/u) h°-<y 4 -^/u^ ^yw] 

7^7 i p«r:^] ^Jr^r/U^y is, 4- [3- (6 
-^ppf7^uy-2->f /Uy^/U/fryT ^ K) -2- 

[i- (4-t-y ^/u) e^y v>>- 4 --f/wy 
y t-^^/Kl -l, i -i?2j-*y^-*^/u* y 

>\ (R) -4- [3- (6 p p^-7^ UV- 2 - 
20 ^/U*;U*>T $ K) - 2 - [ 1 - (4 - t°y iy/U) fc" 
^Iiv?y-4-^ /U^f/U] 7^7 f Pft-;U] - 

i, i -yt^-yf t^/v^yy^if^n^p 

3- (6-^oot7^!/y-2->f/M/^>7; 
K) -2 - [4 - y ^/U- 2 - (4-ejiy» f7/ 

— /v- 5 --Y/uy ^aO 7^; y7*pt'tyg$x^;n7 

tvK 3- (6-^ppf7^l/y-2--f/P^^*> 
T ^ K) -2- [4 -y =f~jV~ 2 - ^ 

t *s—a>- 5 --r /uy ^/w] r ^ y ^p f^-y-eu 4- 

[3- (6-^ ppt7^ i/y-2-^;v^;v^y7^ 

$0 K) - 2 - [ 4 - y 2 - (4-t'y^/u) f7y 
— 5 ->f/uy f/w] 7;;y J p t°^-^/w] — 1, 1 
-^^^y^^-^yp^ y 3- (6-^pp^-^^i^ 

y-2-^;^/^y7; K) -2- [f7/p[ 5, 

4 - c ] t°y v 1 ^- 2 --f/wy ^/u] r ^ y yp 

g^^^/U^y^-r/V, 3- (6-^nnt7^uy-2- 
/f/U^;H|Ny7^ K) ~2- [f7/p[ 5, 4-c] 

t°y^y-2-^/u^f/u] 7^y?'pt^y8 % 4 - 
[3- (6-^nt7^i/>-2 --f /wy^/u^ >7; 
K) -2- [f7/o[ 5, 4-c] ey^y-2-^ 

40 /uy^/w] r ^ y ^p t'^-^/u] -1, i-^«yf 
^/^!)y, 3- (6-^ppf7^i/y-2->f/i' 
y7 ; K) - 2- [5-tert-y h ^r*>^7i- 
zK^/U-4, 5, 6, 7-rh7t KPf3iy [ 3, 2 

- c ] fyyy-2-f/u^f/w] 7$y/pt B tyi 

xf/Ux^r/U, 3- (6-^pp^^^^>-- 2--T 
/P^/U^VT 5: K) - 2- [5-tert - 7 V *c is* 
;\,&=l/V-4> 5, 6, 7-fh7t KPfi/1 3, 

2-c] r ^ y y^p 

4- [3- (6-^PPt7^u-y-2-^;u^/W 
50 *>7; K) - 2- [5-tert-:/ h^riy^/u^ — 
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/U-4, 5, 6, 7-7~ h7t KPf^y [ 3, 2- 

c ] try^>- 2->f /i^f-AO r^y^Det^yu] 

^uu-^y^U^-2 ->f yu;*yu*>T ^ K) ~ 2 - 
[4, 5, 6, 7-f h7t Kaf^; [ 3, 2-c] 
t e y 2 -«f yuy ^/w] T;;7n t e ^r^/u] - 

1, 1 ~ v?^^yf t^ty 3- 

u^- 2 yl^yl^^T ^ K) -2- [6-te 
r 5, 6, 7-rh7t 

Knf7/o[ 5, 4-c] f ]) 2 - -f /uy <f- 

yu] 7 ^ y T'p t'^>^f /l-x^f/K 3- (6-^ 
o d^^^ 2 --f yW/WU*>T 5: K) -2- [6 

-tert-^R*>^^-/l'-4 ) 5, 6, 7 - x 
h7t KPf7/p[ 5, 4-c] fc'y v^- 2 --f yU 
y^/U] 7;;/ot'ty|, 4 - [3 - 
t7^U^-2->f^^*^7^ K) -2- [6-t 
er 5, 6, l-=rY^ 

t Kof7/0[ 5, 4-c] t°y v^- 2 ->f/u> 
yl<] 7;;/d t 0 ^-^/P] -1, 1 - v^^-y^sr^/u 
^y^, 4- [3- (6 a u>- 2 ->fyP 

>T £ K) - 2 - [4 , 5, 6, 7-7h7t K 
ci^T^n[ 5, 4-c] fc e y v^- 2 --fyuy^yU] 
7;y/nk^^/i'] -1, 1 - y^^yf t^t/^t y 
> x 4- [3- (6-^ot7^1/V-2-^f/^/l' 
*>7; K) -2- [6-^^/1 — 4, 5, 6, 7-t 1 
hyt Kof7/p[ 5, 4-c] eyi/>-2->f/l/ 
y^yu] 7^/ot°^] -1, 
^yi^*y:x % 4- [3- (6 a n^:7^ Uy- 2 - 
^yl^yU/fr^TS K) -2- [6, 6-^^-4, 
5, 6, 7-fh7tKPf7/o[ 5, 4-c] fc e y 
v?>- 2 --f yl-y ^yU] 7^7 f Pt't-/P] -1, 1 
-^yft^y>' 3$4t&* 4- [3- (6 
-^uDt7^uy-2->f/^^y7;F) - 2 - 
[6-^^/U-4, 5, 6, 7-fh7t Kof7/P 

[ 5, 4-c] ey 2 --fyi-y ^/u] r^y^o 

k'^-^yw] - i , l-yt^yf t^e/^y^N-t^- 
vy F\ 3- (6 — ^ p aj-y# 2 --fyl^yn^:/ 

T ^ K) -2- [ 7 -^xf/wr^y- 

1,2, 4h!i7yo [1, 5-a] fy;v?y-2- 
-fywy fvw] 7;//d >g£^^vu^^7^K 3 — 
(6— ^pp i "^"37^U>'— 2 — / ^7/1/^77 > K) ~ 
2 - [5 -y ^yU- 7 -/xf^7 ^ y - 1 , 2, 4 h 
y7/o [1, 5-a] ey ^yy-2-^/Mf/P] 
7;;7'Dk , tyl 4- [3- (6-^nu^:7*u 
^-2 -^/U^/U^>-T $ K) -2- [ 5 -y ^/U- 7 
-yxf/U7; J ~ 1, 2, 4 hy7/p [ 1 , 5- 

a ] ey^yy-2-^/Mf/u] 7;y/p t c ^-^ 
/w] -l, i - x^^y^^-^yw^y 3- (6-* 

PDf7^l/>-2--f/^^*y7^ K) -2- [5 
->y v^4r->A — 7 - zs^^/UT ^ y - 1 , 2. 4 b 
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yr/o [i, 5-a] ey ^;yy-2-^/Mf^] 

7^7 £ p t c ^->g^^^/Uni ^^/U x 3- ( 6 - ^ n n 
-7"y* U>- 2 /l^yUsh^T ^ K) - 2 - [5-v- 
^n^^iyyl — 7 - iss-TArT ^ J ~ 1 . 2, 4 h !i 7 
y p [1, 5-a] $ C/>- 2--f^y ^/U] 7; 

y^Dftyi, 4- [3 - (6 d 

2-^yuJxyi^ VT ^ K) -2- [ 5 - o^*- ;/yu 
- 7 - ^xf;U7 ^ y ~ 1 , 2, 4hy7/P'[l, 5 

-a] fy £ 2 --fywy ^yv] T % ; ?md*=^ 

70 y^]-i, i -^^^rv^^i-^yu^y >m&mf %ti 

[ 0 0 8 3 ] *«Wte-&tttt**«*£*i-*» 

(4. ffi3fe B B B tb^7^ y h^77^-^fflP^ 
[ 0 0 8 4 ] *J19Hb** ( I ) li. Kf+aoittSr^jS-r 

14. #Mt7kSi&* 3$Mt;*iR». iRIft. y 

= y-^ — j^m, -*\"<>Wl. ILK. 

y ^^>-^> -7>7/^ff7)ti 

T^utf^g^. y^^^yu^^K. ^^^y^yp^^Ks 
p - hyi^^ y^^*y|[> 2 — t Kp * 

>S£^og£teT 5: ;KI?i:08WllD« ; thy 
#y£A* -7^^>!>^> T^ywiy^^. r/u^ ^ !/^^ 
(OTyu^ y £Jg*> L< (4Tyv^^ y ±S4lOfiI, y^ 
y^T^^. xf/P7^y, x^y —/UT ^ t° y is 
y*yy, Tyu^^>-, ^-yP^^>^O^M^£ <7y 

[ 0 0 8 5] */c. *56M^b-&«>^*jrtt % ^ 
yj^WI:ML5 5„ $^>IC^:^0^(4. ^b^^J (I) 

<, ^ (I) T-^^fix67^y7yu^/u^^*y7^ K 

[0 0 8 6] £1 TlwS* 2 JT, -588 agaric 

2 >io J:I/lfe^^O^: (I) . ^ (I) -a. j£ (I) 

-b.*(i)-c*(i)-d.a (id . ^ (ii 

5^ I). ^ (IV) . 5t (V) - a . 5t (V) - b, 5t (V 
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I) % 5t (vii). st (viii) . * (IX) fc^iMisS; 

(X) T'fESiiSffc'&tt* S e>l-it*(wiolt5A, B. 
Qx R i s R2 - R 3 - R 4 x R 5 - R 6 x R 7 - nu 
nO^Htt. WlwWe>ttV^B9. 5£ (I) IE* 

A— B— CH 2 _ ( ^ 

R3 / m 
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10 0 8 7] 
Ht9] 




R 2 \ R 4 
C-V(CH 2)n — N-S- 



10 



nss*; (ii) , * (in). S; (vi) fesiMia: (vii)-c 



[0088] izmzMj&jjm&tfiW'tz&s c<d 

[0 0 8 9] 
[ft 1 0] 





C-^CHafcrN-S-Q 

3/ m 

(rv) 



R1 /R 2 \ R4 

( VIII ) 



A — B — CH 2 N- 



\ R 3 / m 



(CH 2 >s-N-S- 
<l) 



[0090] <Mi6ifei > 

<lSi>fti:« (ID -ems ixZik^fyti tz.fr*: <D& 
[0 0 9 1 ] 
lit 1 1 ] 

R1 

1 j m 




(*t*. R 1 ~R 4 . nu nttffii2£H — O^ft&a 
-T) £5$ (III ) -C-gS*t^RJCttB«»*fcii-tOJ!a 
[0 0 9 2] 
lit I 2] 



40 



X— S— Q 
O2 



(HI) 



50 



(DM F ) 9©Itt8Bt, ^od^/UA. M>f^ 
V fc Kp77> (THF) iCft^SixS^-^/U^iS 

*jT*'*A'T-y >%?<nmm&m* ^i<«hyxf 

/U7$ >fcJiIi^-CKft<:*TfcV (IV) -CiE^itSft^ 
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jUi*<7>m£KiIi-5 - t it X*£ $ c 
[0 0 9 3] 

Hki 3] 

HN— |-C— j-(CH 2 ) n N— S— Q 

Q-SO3 H 

3 mDT^y&JKtt (Nal KSf) . 7;^ y ± 

m&mm. teas*) . t««flAiihyr;u^7$ 

fcVl^^^T ^ >%f) . ^3^7;y (N, N- 

p 5; k, ***y /is? p y h\ ^^-^/w^ p y h\ 

[ 0 0 9 5 ] ga?tt, */l'fr>Wt%:^vy>'<tfflkm<D 

/Ux-t/Wx y>f y ^P fc';Px-7;l,f (^)x-f /l'^^ 
jg N v?^pp>^^s ^pp^/i-A, KM^i^<^^ 

-v?>f/U7t h7; hW; K*S8E«*e>tfiNlC 

[0 0 9 6] ^P^Wb^Jli, */U#VKl ^/Kl^t 
X. 1-100^ (^L<lil-50^) 
•tZo S/5«aS»i. -3 5t-2 5 0t^t^it-ff 

*5*«. - 2 ot:- 1 5 otu&tDi&gx-mmztiZo 

J:oT*45^ ii«laSfHttrt. »*L<lil B-l 

[0 0 9 7 ] 2) (Ill)ri. «i6t5^7^ - 

/U/^>f Kt>U< fi. 

*fc£«:Q-S-L (QJiffllE<5rl^C, Lliy7;lt, 

bi)W£ Ui\ M3B*>5irMi**^*tt % 1-10 
O^S, #£L<fil-3 0^S£teffii-5 o ^xsias 

- 5 or— 1 8 ot:. u< ri- 3 or— 120 
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[ 0 0 9 8 ] <I§2>Sl:, <Ifi 1 >X~'&btltz#: 

(IV) x*aStt-5ft'&ite*fc(i't<754ei:S; (v) - a *> 
-5 1 Mi (v) - b -e^Sixs^b'&«4fcii-ttb5j<oJfi 

[ 0 0 9 9] 
[ft 14] 

A — B — CHO A — B — CH 

OH 

1/ > l: fta S n * ^ o y ^ftRft*IRS«, #£L<ri 
yr>f ^ h y 7-ir h^r'>d?DM.K7-f K, V*?* $ 

azKp^w K^-r h\ y^j^P^-r K^-f h\ ^-f 
yyf^7/^;^!)A/N>(K7^K, y7-f^y7y 

tMi##ftT* L< (iimfiHGETK* -7 8t^f) 

* (i) T-s*tt'5ft-&»*^ii j eodfiS:«!je-r 

[0 10 0] fc5lMi^fc. 5t (IV) (Dit&Vot* 

(V) -c 

A-B-CH 2 -X (V) - c 

(i) ^M#6:Ht^c y*y- 

/K x^y-;u^^t^7^=»- L< (i^fty ^ L 
^ p ptfwi^^tD^py Wb^ft7kf?iSx C/^^ 
— yvK x h 7 t Kp 7 7 >f(Dx- T/um. ifS 

it*mmt>\*< nzti^^^^m^X'ff^o 

>\ -yyw^y, ey ^y»<ota*sat) u< ri 

-5c ^ft^Sliii^. ^i^T. L< fi- 3 0<C- 
l 0tt\ %Lftfrh 2 4«Fiaog&HT-frfcix-6*s % 

[0101] /^io^; (V) - a fc£l^fi (V) ~ b T*^ 

t<oTMi^v\ <Djj&t urri. mIgo o o$>5v^<im 
igp p ni:t)^a^^^^n5^; (vi) x*m*>t!tiz>fc&&) 

SO [0102] 



(18) 
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lit I 5) 



A — B— CH 2 OH (VI) 

(st*. a, Baffin tm-<Dmm.$:m-t) nrntfrfc 

{ZX !Ji5: t&X£Z> 0 ff^rtcSwe r n SHb (v^ 

-N KSMfc* Cor e y — K i mglfb (N-* 

- hBSKfc. Jones Kft (N a 2 C r 2 0 7 /C r 
(VI) /SPtBSE) ^£>S£<fb^J5. jf4L<ttSwernl 

J&*fc 1 B#PflT-SJC&fTl\ ^ (V) - a -CSStLSfl:^ 

[0 10 3] £fc»-<a;frifcfc LTtt. miS&fcSlr Mi 
m*5o°pJ: 9^£KK*£fr*5t (VII)-c*$ixS<k*4fc 

[0104] 
[lb 1 6 ] 



A — B — C0 2 H 



(Vll) 



(5*;<K A, BfimjfSir^-^^^^^-r) cars: hMb 
SJESrfi^sS; (IX) -eSSttS^^^Sfctt-tott 
[0105] 
[ft!7] 



\ — B — C — NR e R B 



<JX) 



(xt*, R 8 . R 9 tiTK^IS^, fi«£fctt#«£Lfcffi 

ttiiE^iRi-^^^^^-r) irRaju gitataTc-rs 

rtCi:^ (V) -ar$$tL5ft^^fc«(7)I 

Ko^v"<y/h!j7/-/^7t^hy;K N, N 
-^f/^/PA7; K (DM F) S?tf>«ttSflU ?u 

/^y^;K (DCC) , 1 - ^ ^/P- 3 - ( 3 - 
is* f/U7 ;y^n tr/io ^/Ptf^-f S KiSKtt (ws 
C-HC1) % N, N' -Zsl-tf-sisi/^ * yy — ;u 
(CD I ) «<DJS-&*k $flL<liWSC-HCl^ 

i\ ^ (ix) T-mt?tiz><t<e>®)'£tzK*(DiG&m&-rz> 



JO 
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ZtfcX$<Z> 0 *fcT * Kfbtt, * (VII)T^£;ft,5<b 
^^^^li^C0Jg^^xNpy>>fb^{I^mL/c^, T ^ 

>^^^ott>J:^ 0 (ix) -ea^ixsft 

x-r/l^, TH F (Cft^^fb^^ 
-tvpXSWU ^^L<<iTHFl:g)!fl, r/P=f># 
B*T\ yf^7;P; = !?AMK7^h\ 
f^7/^; ^!)^ K7>f K«fOil5£*J«rfflt\ -7 

atfTi-s^w. **w^tt5^ra^e> 1 mmx^TtRfc 

SrfTtttv j£ (v) - a T~m£ihZ<t&%>i£tz.&*:<Dm 
[0106] IfclZ^&i: ltd, ffi!5p?.4>£^tt 

ffiflRjpj: sssi-KsistLsa; (x) x-stztizit&m 

[0107] 

[<bis] 

A — B — C0 2 E (X) 

U A, B<*lKJlE£:lRj--tf>J£lftS:*i-) ^^7^^^ ^ £ 
d J: 9 (v) - a T-gSnsft^»*fcl«0)a4# 

zzt&x-zzo m?tttt (x) xmztizit&yosiz 

THFl:^t, 7/P=*V#B*T* -^^y^^yPT/P 

««3t*T-e, »4L<tt-7 8tt, 

i-SWIKk A*«jl-»i5^W^e> l B#PflT-iB7£RJ&*:fr 

/jri\ 5£ (V) - a T-«£;h,S<t^*fctt*0:!fi&jK 

a-rar^-ess. sjfett^'cv) - axmzthzit 

^%o\Z7k&mx., 5* (V) - b 3 ;h,S 

^(D^<b-r6r <ht)T^^ e 3: (v) -co/np^wi: 
yt^R**!*, e»^»r-*>s*v (vi) <Dit<&vo 

[0108] <l^if&2 > 

<iii>^ (id -ea*tL*^»*fc«t-toJ!fti:< 
asitfei ><x^2 >xmbtitii£ (v) - a, (v) 

-bfeStMi (V) - c -e«S;h,*Yt-fr»*fcl*-£<a!fi 
fcJB^-C. <«5Sifei ><ia2>tH«4S«Srff 
i\ * (VIII) -c»$ix5fl:*«*fcl«:<o*S:l!at 

[0109] 
Ifbl9] 

^1 / ^2 



A — B — CH 2 - 



-N- 




(VIII) 



<lS2XMiS2XIgl>T'#f)il^ (VII 

so i) xmztxzit&yniitirx^nm&xxfiiZ (iidt-^ 
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xxmi > tmmtefri&$:'<Ti>\ (i) xm*t%z> 

x-. ^ ( i ) (Dit-g&te. R2 - c - r 3 cou^mm^ 
mL. r 2 s R3 tomm^x^xte. ^xt^xo^-b-^. 

r 2 (03:^^o^T^-<S^R3 l-o^Ttlpjmi-^S? 
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£it£c ^TtK^I^. 5£ (II) l:^^TR 2 T^igHf^St 

xmmn-tzz tiz ± sties*: (1) -ati^^ii: 
1 0 1 10] 

[ib2 0] 




(CH2>n- 



S— Q 
Q2 



(5^4 3 > A, B. Qx Ri . R3 x R4 - ms n ttMIE 
^ ^-cO^M^^i") ^#5 0 5£ (I) 

^-r/Mb, 7; hMb. iM^lt & £^M^&^J£^<£><& 

5£ (I) - a X^^^S^^^fcli^^J^^migp^^ 

r^&^c 1 - 6 <Df^mmr^^-^^m,^ u ^g£. 

[0 111] *3t7vKikO^ ^ (I) - 

H N Re R7 

f?6 



A— B — CH2 



.^L<liDMFi:^l, DCC, WSC-HCK 
CD I K¥<Dffi&mz£ 9. »IL<liWSC-HCl 

mXT^ Yit5Ll&$:'<T0 bftX%h 0 r o L7t^^^ 
/Wbtt< f*T ^ K<fbT\ ^ ( I ) - b -C^^ttS^i^ 

[0112] 

[fb2i] 




(CH2) n N— S— Q 

^2 



A, B, Q> Ri . R3 ^ R4 > nu n^mflE 
g^Cl-67/i'='^C/S, $>6tMi, Cl-67;^ 

fi1E»7 ;;S, #!;ttf-NR 6 R 7 (Re . R7 liltt ^ 
f5i:I^-0^aT'fe5) e **3, C r T' R 3 * 5 

*lltlJF^<Dl$ % 5£ (I) -a3o«fctf (I) -b^k^ 
12. #£ LlMb£^£ ItO^ (I' ) IdnktiZZt 

[0113] t **: ( i ) - a x-« £ 



h y >f;W7 ^ >«*«OiS7£»J«:fflvv - 7 8 

•Cd^siKaatTT-R^srefiv * (i) -cxmzn 

[0 1 14] 
lit 2 2] 



37 



T 1 

A — B — CH 2 N- 




(20) 



f 

(CH2)— N— S— Q 
O2 



2001-11071 

38 



OK 



(zt*. A, B. Q. Ri , R3 ^ R4 > nitwits 

z (i) - c x-mzfrzitGVo^&siTizft^z 

B*Rj£«r«i^T3£ (I) - d -e*S ft ft: I* 



A — B — CH2 




10 115] 
Nb2 3] 



f 

{CHJn N— S— Q 

Q2 



OK 



ylf^tU A. B. Q, Ri.R3.R4.1n. n 
-60 * (I) - c -e*3n*<fc-fr»*<B*KSSr^ny 

zu^^i/K. 7 S ^ncD*&#ltCDKfc$:ft^\ (I) 
#5 0 ft*5. ±U<D^Wl&?t b K&fcoTfi. 5t (I) 

10 116] tM>£. IMR2 t)l< liR3 
fi. *^<^ii&l >t> L< fi<£Mi&2 >o{pJix<7>R 

NH 2 COR 16 

A ~A + x -< 



(XI) 



COOR 17 
(xn) 



(XI) (XlDOYk-S'**: 1 -5^/i- 

^t^-3 0t-15 0t-C\ 2 4 B#WRJ5£* 

t*; (viia) o>(b<&^£*#5c Sfl?iix ^ 

NH2 COA 
Ri?OOC-^ + X — ( 

M R 16 



c?a«ft> u< (is #^cd^-^^ (id , (iv) , (vii 

7c. (VII ) iC&^T. B£S£r#0g5 

[0 117] «T<05t (XI) . (XII). (XIII) . (XI 
V). (Vila) iSXXf (Vllb) (r^l>T. Att5£ ( I ) <D 
A ^fcfillSK Six 9* MfiKfRW^-fc L 

<i«ftjtiK-T--e*)9. xtt/>DyyB^ r 16 ^tK^j^: 

U< ttC 1 - 6 R 17 fiC 1 - 6 T^^r 

[0118] 
Ilk2 4] 



40 



COOR 17 
(Vila) 

t*. (XIV ) <Dit& 



#Sc .* (XIII) <D4t&%> 

mt^Kfcz^. *t (viib) <^b-& 

[0119] 
Hb2 5] 



R 17 OOC 



(XIII) 



(XIV) 



( VII b ) 



5fc (Vila) (Vllb) <Dit-£®te. mtLtt. R 17 * S C 50 l-67/^O^, »ife{C J: 9 LT. 7^-^) 
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;fr/u#>K (VII) (c^< ^ t&T~$Z> c #£5. ±IEO< 

(*asixss*>5v^tt«as<o^>f oast? 

it—j3~y$ ">yirC/^ (Protective Groups in Org 
anic Synthesis) 1 9 9 1 ^©ttttfcfEttO* 

-&J$^i£<7>3l#tf> — J»fc IT, ^ill W0 9 9/1 6 
7 4 7*4*»6 1 W~- 1 0 8Ife5PISWO 9 8/54 
I64f^^811~105l, S>£lMi£fc** 

[0 12 0] JEW ^B»J*5J:l/EJIWi 

1 1 1 oJ^l^-Uxt ( I ) (^(O^^iitfffEtc^ C) 

6c -^rst (i) <o^b-&«o»* L^«tt. miEtwi: 

P1**J-C*>5. #3S9lOfl:*4&tt, R*< *>6ir y 

D77-fio>ft#sfi!ji: f x a stt*:5ft*i;:H.*i- 
So ep*>, h y ^->^^^^ h y >^->^(i^o/c< pas 

[0122] *&w<D<t&y>*<ami- FX 

a Pl^^J # 3b gi»<&^ BSX tf/ £ /c (1 f&a^J X- £> 

T-£>»K £#WfcgsiS*i LTtt, fi8ifiL&. JE5«S. m 
g«L -a«tJH*Jlii*ff (T I A) . < L^Tttiifiim^ 
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^ffiniRnifi, tt«»BIRKS«£" iSSP»J!lfiilii« 
S> n«ttJh*rt»BJE£» (DIC) > AXifctf^Hf 

SHSXt/^*^ PTCA^fcliPTCAf 

»*tL<iiSttft^of>fyc (A PC) 

io stw^mm. turn, t&nm&mwm 

ft. <bms®& • AX#fc*iM^k«#IRl£U:<¥5 
<KS«^6S*JI^ SSWIMIRjfcittftl-ibSlr^ttD I C<D 
[0 12 3] mfctf>gl*<0 ? *«M05¥Jtt. SHE 

• »ffifflS-Cjfa&as-e#S< . -titbit 

[0124] ztitb<ofem&&m\zm9ff*>ti,z>o 

5 0 tit, OMit^*)5^liD I C^^KW 
[0 12 5] ^/c. ^mit^m^\^K 2 fe^^Mi 

^ r 3 ym%}<D»&i&^ &i&<D&7&&m 

(I) (C^^ix^^^^^iSEL. 
F X a Pl^?Sti^^r LIl¥tt/ISftft!gfttl: 
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So 

[01 26] 

t^TBlWi-S*s, J:oXBfigFixa t> 

<0T-liftt\, *!»9Hfc*4*©flS*LfcF X a assttri, 

1) »»PlSf^ffl^SM3t 

a) t h fx a Rasffffioaiis: 

in vitro n*3tt* F X a BB.*Stttt$r h^-ib 
(yt-t^y/<^tny^/^^hy-, 265 
1 8 2 8 9- 1 8 2 9 71, 1 9 9 0¥) (DfifelZ. 

mcxm^£tiz>o -r*fc*>. thFXa (x>f>fA 

y "t^" — (Enzyme ResearchLaborator i es, Inc.) 
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St. 0. 019U/ml) Sri** 
(DMSO) l:tl^ ^Sl-^** Lfc8ffc:fc5J: 
S-2222 (Chromogenix A 
0. 4mM) ig^LTr i s - S6fi«« (p 
5) T*3 Ttlwt-fy^a^- ht5c t£#OF 

ft*5. ttfl^FX a»*«ttrtL«* I 

id? [0127] #3B9Ht'fr*tt. ±IE^^&lr J: 9 
Pl*Stt«:a^1-*i. I C 50 ffi-ei nM~ 1 P 

[0128] 
* 1 



7 1 

> K 

H 7 . 
X a PI 

C50ffi 
F X a 



[0129] 2 ) St«@Stt^»J5£ ( i n 
o) 

Mm^>*V7^f>ffi (APTT) 

fei^APTTKIIrS^L, 3 7 C C^T 2#Rfl>r 
a'*- h L^a, |gfl:;fr/l'V'!>A (2 5mM) ^^^JDL 
*HftBB*W«i-ft Q ft*. «*froSt«B«ttli«## 
ffttTfc33ttS«E«FB0* 2ffiFlr3SS*i-SOICi^Hft« 

APTTB#BO<0H*fMI*»«>*. 

5y ^ffi^e x v i v ox*o«i@^Fraay^K» 

1 2»BJa±Jft*Lfcatt!>-f * h (2 0 0 g 

-3 0 0 g, SLCtt) fc#U £3StftS* (£fc<2 1 
0%DMSOgffi (wT8J»LfclB*Jt*B»*J: D* 
IeJK^-U ^Btftd&ifo. (3. 8%^x>|Ethy !)A 
l/10g) U 3 0 0 0 r p m 1 0 «fc 

rtBXSBf*RB (APTT) <7>8y^&fTofc c ±IEik» 
50/i 1 CAPTT^I^rSO/i l^Dl, 37 < Ci^T 
2#IB-f V*^-*- h L/c e 2 5mM^/^^g 

I 0 1 3 0] 





I C 50 UM) 




0. 2 0 


6 


0, 0 7 6 




0. 0 5 0 




0-031 


v i t r 



3c 2 





(MM) 




1. 5 
0.4 2 



[0131] 3 ) gt«BS&ttO Wtt (ex vivo) 
a ) 7 2X h £/B ex vivo V<0®m*%WltB!lfePt 

1 2B#M«±8MfcLfcaM±*-f**-9 * h (2 0 0 g 
-3 0 0 g, SLCtt) (C^fU £3£«7K (^fcttl 
0%DMSOW l:t^lfcI?PJ3-3 0mg/k 
g£*£&ffMJ: 0¥Ie!S*U &B*ftU:&Jfa. (3. 8% 
^xy^fhy ^1/1 0^) 3 0 0 0 rpml 

40 x£kT<ox&\z'&\,wmjfkmm*%m (pt) common 

b« ±iEifogt5 0 n 1 £r 3 ^CICX 3#M-< 
h L7c*&, h n >#^7^f 0 0 /i 1 

[0 13 2] b) 7 5/ HSrflll^fce x vivo T*0?Ji 

B^naaystt 

50 Wt-t b!) 0«JCT-3£S«JfiLU. ±SEa) O 
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[0 13 3] *K»«75iS*IIio^Tt, ^^fb^f* 
10-lOOmg/kg T'gPfi4l:i5^t t>3illB$ra 

v i v oOK»Ji*5i^T. S±ttaffT^ft«(ia«Six 

(I) (S;<0£JftttfflfflfcWC) T*^Six-5^ttX(i 

K*3n*ifi**r*#LTV*S£fc#-C*$. St (I) 

fjl:, #3£93<7Mfc'&$)ra:9 * He 0. 3-30mg/k 
gOfiEH-CSPlft^-H H<I10. 01-lmg/kg 

— #3S91<0fc'&«&tt9 ^hl:30mg/kg^ffli 
T'^DS^ H<lilmg/k g<0^*T-»JSIRrtS-§. 

[0 13 5] 9t^<o^m • f&S 

7* X J-f^Tt^^-Z— (tPA) flbXfiZ^ttl 
* K h D ^^^/^Plim GP lib /III a PI 

mm % '£&<Dmm&Lizfemm mx&* 07^/7- 

HS3E«K HMG-CoAPlfSJ, EPA-E) £>5^ 
£*§££rl>«a2K a#<?5Jl!L*lw*3^T|S3«FlwffaEi--5l» 

[01 3 6] *&wit^®te hxsiz^ aimm^ft^t*® 

mmmi&von. m^m^btthmmm^m^mmm. 
*<D{&<Dmnm&m^T* z^^m. %m. mm. m 
nm. &&m* mm<om. mm. 
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[0 13 7] *f6B^<b-&«»^t Mctti-Sffi^fi:-^*!* 
BJB Six 5 f£Su ¥K^ttgy«S:%ltLT 
aS*SSix5*s. iiS/SAl BSfcOSPtO. 1 m 

g - I OOOmg, t<lilmg-3 0 0mg, ^ 

IPT'O. 01mg-3 0 0mg, StKliO. lm 

g-lOOmgtfc!), 1 (Elfe^VM^^lHJI-^^ 

[01 38] «0^ia5gpg^y:^(Diratt 
<t l t (i x ^^-feyu^j. mm. mm. mumntf 

m . msm (fl^tfgfit/up^, h 

siSiM (^i(fpi/^rp-/w h y^*/'-/^/' 
*k Bssau. fl*35^a. mtm±m («^tfr 

^35 0 mm. %m. mn^mn. 

[0 13 9] ^^D^:^(Ofc^^a^?PJ<!: LTIi, 

i^J^H^tlTli, ^Pfu^i|3-/K ^ym 

7/Up-;KDJ:5^7/up-/uS, iKyy/^-h80 
(TM) «*s*>-5. ^HfcM^ $ 'blcJLin^^ 
S6ft»J. BftBffh Sn»l. fLfk^J> 5J^SJ. ^^^?PJ. 

v^^/w^-iw j:^>^. &mm 
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10 



(PEG) % t Ko*^Ptf/Mf/l't/H3-7 (H 

pmc) . *y t'^t'o y k> (p v p) ^cD 7 K^ti 

h (HPMCP) . * y yugJ>^^-7« V 

K5*^ hL, S (TM) ; n-J* 

(a) ££*j (Img) 
fb^4£)M 

^/^^i/^ ^/uir/i-u — h y £A 

^ h ( 5 %w/v^-/; h) 

[0141] ( b ) mm (1 0 m g ) 
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No. i, £fe{b^*i]ffl!6j 7*#gB]3f x y^hl^-f^ 
>^fch. 7 8 - 8 2 ( 1 9 8 8) £>£IM;J: Tftifi^^^J 

159 ( 1 9 8 3) Kk'z&^iz^ Btoh-rzmyoizfc 

Ctt^O?*?, »* L< li!6fti^igfb»JfcO@«e#1ife 
r^BS 5 6 - 4 9 3 1 4f, FR 2 4 6 0 6 6 7^) c 

[0140] <mft\<Dmi&M>£kT\z > *%&w<Dm.mi& 

&Va<Dm&&\f -5c ::x\ fk^Mirtt, * (i) o 
<b-8^-cfc£ 0 



1 . 0 g 

9 0. 0 g 

5 . 0 g 

1 . 0 g 

1 . 0 g 



# y f^/^P y k> 

(1 00mg) 

1 0 0 g 



1 0 g 

1 5 0 g 
6. 0 g 

2 8. 5 g 
2. 5 g 

3 g 



an 



1 8 0 g 

1 3 g 

4 g 

3 g 



SO 



[0142] 



(c) «#j 



±SBO/S#*r«*U ^&iat)3 0 0mgO^J|wjT 

[0143] (d) ^^ir/U^J (50mg) 
rt^^M 1 0 0 g 

7^ h — * 3 9 5. 5 g 

7r7yy^^i>!>A 4. 5g 

#£/^y?No. 1 K^l/ir/H:: 2 5 Orngfoff 

Alt 
[0144] 



(0. 1 m g /m 1 ) 



(e) SMJH 

*b£^M 
?> A/ge-t- h y ^ a 

^ p ^-/P4 0 0 



(1 . 0 m g/m 1 ) 



(f) 

fb-g^M 

h y ^ 

lMTK^b^hy ^^tK^« 



0. 1%W/V 

2. 3%W/V 
0. 4% 

3. 5% 

igg*D;tT 1 0 0%t-r£ o 
[0 14 5] 



1. 0%W/V 
3. 6%W/V 
1 5% W/V 
igSAO^T 1 0 0%i:t5 o 



[0146] 



SO f£\,\ t*Kft#i»;*'<* (NMR) (DmfelzmSz* 
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t^JNM-LA3 0 0 (JEOLJNM— LA30 

o) ft-nmr (0^m^ (so m) mtm^i* 

^h/P (IR) <Dmmizn* y/<FT- 2 0 0 (HO 
RIBA FT- 2 0 0) FT-IR ( (#0 iS^S^ 
0r«) SiM^^^ h/u- (El MS) comTzlzte 
^xt^JMS-GCMATE (JEOLJMS-GC 
MATE) (P^m^P <*) St) **L«lJB^fc. 
[0147] 5ltS0H 1 3- (6-^do-^-^7^U>- 
2-^/M;^y7; K) -2 - [1 - 

[0148] <II 1 > 3 -T ^ J - 2 - (-<>i//U7T 

2 0% (w/w) m.\t7km-=^# s-^mm (1500 

ml) SrzkftU 3-7;/-2- (^^vvl^* 
y^^/UT^y) 7nW>^ (6 8. Og) ££0*L. 

/ (5 : 1 > 1 5 0 0ml) ^Dt, 
flrfcbLfcSSiliSr^Su IT, fHHfc<&*& (7 5. 0 

g) £r»fco 

[0149] NMR^^n^ (DMSO-d 6 ) 6 
ppm:8. 27 (2H, b s) , 7 . 92 (l H, 
d, J = 8Hz) , 7. 45—7. 30 (5H, m) , 
5. 07 (2H, s) , 4. 45 — 4. 35 (1H, 
m) , 4. 18-4. 08 (2H, m) , 3. 21 (1 
H, dd, J = 5. 1 3H z) , 3. 11 — 3. 00 
(1 H, m) , 1. 19 (3H, t, J = 7 H z) 
[0 15 0] <I§2 > 2-^y^t^r->^/^-/U 

K) fty^xt /ux^t/k^^s 

6-^ao-2-t7^l/y^/l'^^;l'^ p y K (1 
0. 0 g) (Df&fri&it**?' l>> (2 1 5ml) mm\^. 

xait-ftbiifcft^* (u. 6g) feiufhyif 

/V-T ;y (10. 7ml) ^^D^LT^^T' 3 0 U 

-x/W (4:1, 150ml) fcan*.* tfrtibl LfcSSfiS: 
*>«U K»U-C, mm<t&%> (18. 3g) £*#fc c 

[0151] NMR^^n^ (CDC1 3 ) 6 pp 
m:8. 39 (1H, s ) , 7. 91—7. 79 (4 
H, m) , 7. 55 (1H, dd. J=2, 9Hz) , 
7. 4 0— 7. 2 6 (5H, m) , 5. 72 — 5. 62 

(1H, m) . 5. 3 5-5. 2 4 (1 H, m) , 5. 
12 — 4. 97 (2H, m) , 4. 42 — 4. 33 (1 
H, m) . 4. 2 6-4. 0 8 (2H, m) , 3. 53 
-3. 36 (2H. m) . 1. 23 (3H, t, J = 7 
H z ) 

IR^h^ (KBr^i) v cm' 1 : 3 2 6 1, 



(25) ^2 0 0 1 - 1 1 0 7 1 
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1730, 1713, 1527, 1 3 36, 1157 
[0152] <Ig 3>2-7^y-3- (6-^dci 
1-7* U> - 2 -4 /U*/U&>7 ^ K) t°^->g$^- 

Il2Ti!f:{^^ (2 8. 2g) OTth^hy^ 
(4 6 0ml) Ml:7K^Tt 3 - K h y ^ f ^'>7 > 
(2 0. 4ml) &#0;L. [rJ^T* 2 0 #HUK# U fc c R 

f y ^A-eitfli*. wsrsasra* 

l> ^JBfl:-&J» (2 0. 0g) &'&tz 0 

[0 15 3] NMR7^h;U (CDCI3) 6 pp 
m:8. 43 (1H, s), 7. 95 — 7. 84 (4 
H, m) , 7. 5 8 — 7. 5 3 ( 1 H, m) , 4. 20 
— 4. 07 (2H, m), 3. 61 (1H, dd. J = 
5, 7Hz), 3. 36 (1H, dd, J = 5, 13H 
z), 3. 14-3. 02 (1 H, m) , 1. 23 (3 
H, t , J = 7 H z ) 
20 IR^^n^ (KBr^J) v c m" 1 : 3 2 2 4 , 
1734, 1329, 1155, 1078 

[0154] < II 4 > 4 - [1- (4-ey C^ylO f 

^y -yy] X/ust/u'rt Ko^sfc 

d y K (1 . 7 7ml) (nm*1g.4k*3 L l' 
> (8 5ml) S«S:7/U=r>#ffl«T- 7 B^iZ^m 
U ^ ri-BTK^y ^/U^/U**-^ K (3. 2 5ml) 
<0^7K^b^^U> (8 5ml) m&$:2 OftMfrttX 
ITlfcc ^t^T\ (EP0359389) U%L<D 

Jt&^xvmntstitzi- (4-t-yy/u) txys?*' 

30 -4-4^*9 J— ^ (3. Og) C0MtK^^^^^> 
(4 8ml) ^ctU^^TK^T* f/^/^^ry K (4 8m 
1) <nm$L$: 2 0»PaWtT»TLfc. -6 5 — -6 0 

x:t-i «ih{k#«. - 7 s^st-^sju hy^^7 

^ > ( 8 . 3 1ml) ^^JDxfCc KU?»«:£i&*-e#i& 

^BSr^^jm^fflfpftai^-cac*. hy ^ 

40 +#npJtB-0*>5. ±IE*i3S*ri-f«»<fTtV *St£e^*g 
^CDC1 3 W«U NMR^lSt5tPJb^ll7 

<Di/Jf1-sl'l*m£:l,X\,>< 0 

[0155] EIMS: 190 (M + ) 
NMR*-<* h/U (CDC 1 3 ) 6 ppm:9. 56 

(1H, s) , 8. 16-7. 99 (2H, m) . 6. 
8 2 — 6. 6 9 (2H, m) , 3. 83 — 3. 7 1 (2 
H, m) . 3. 0 2-2. 9 0 (2H, m) , 2. 61 
— 2. 45 (1H, m), 1. 90—1. 78 (2H, 
50 m) , 1. 5 2 — 1. 3 6 (2H, m) 
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[0 15 6] <II5>3- (6-^DPt7^U>- 
2M/^/^>T; K) -2 - [1 - (4-t s y ^ 

/u) e^y 4 --f/v^ ^/Kl r ^ y t e ^->K 

Ii3fl?)^^ (5. OOg) i3i(;il4f 
VihtlttitG® m$LJ&%>2. 6 3g) <D*S*ifrfb**- 
(117ml) mmz.m®t ( 1 . 6 7 m 1 ) £>tJD 

fh!i Tir h ^f^o/^ K9-f K (7 . 4 2 

i wLfey^mt-r h y v^mmxr** y ttizms. Lti 

£<by fi^>l:Tiai Lfc. Jftffc^u^JH:**? 

9 5 : 5-80 : 20) "CftM U Sl<^» ( 3 . 9 
6 g) *»fc 0 

[0157] mi&W 2 (R) -3- (6-^nnt7 

K) -2- [1- (4- 

Hfifl i H5 trnmoxmr^ (r) - 2 -t s y - 

3- (6-^ot7^i/^-2-^;^;^>75 
K) ^ot'tyiixf/i.x^f/u (1. 5 0g) Srffii^ 
TKJCfcm^ IM^^ft (0. 7 1 g) &mtz 0 
[0158] 3- (6-^PDf7^uy- 

2- ^/M;^y7a') - 2- [1- (4-t-y^ 

gfiWlt^fjilfdb^ (2 2 0mg) <D$m (5m 
1) ^^1^^^^ (5ml) &*D;LT, 3 B$HADg&aft 

£. (2 3 8m g) £3#/cie 

[0 15 9] (R) -3- 

^uy-2-^f^^/^y7^ K) -2- [1- (4 - 

fysMO e^y ^v- 4 -^r/uy ^/i-] 7;yyoe 

(5 0 0mg) £JfH^T^/S£fTl\ ^lUb^^K 

(5 4 Omg) £*§fc c 
[0160] Iffi«5 1- [3- (6 n u^:7* 
U^- 2 --f/UJX/U^VT 5 K) - 2 - [ 1 - (4 - fc" 

y^/u) ^1)^^-4-^/^^] 7 n y y d t'^ 
n/u] y v/><^/& 

mmmsx-mhtitcit^ (5o mg ) % n- t kp=^ 
i/soy h y ry-/u (i 9m g ) ^<tt/i -^^yu- 

3- (3-v?>^-/ur tvp) ^/nKy^r ks 

(1 9mg) O^y^/U^^AT ^ K (1ml) g 
fSfcfc^y ^ (4 0ml) &*D;l. Sifi-C- £> L 
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Zi/l) X y/ujJ 7 v^? h i??? ^ - [Chroma 
tore x NH™ (^ h U^*NH™) ] (jStti 
; RK^^vl' : y *S—/l'= 9 9:1 — 95:5) 

■efssu m&fc&m d 4m g ) £#fc c 

[0161] gfi«6 4 - [3- (6-^00^:7* 

i/y-2-^/^/^y7^; K) -2- [i- (4-t° 
10 y y/i^) t^yyy-4->{yu^^] 7^y^pft 

(50mg) iJJK/^/V^y y (36ml) ^JS^T^ 
/a*r*T^ ^B<t-&te (2 4mg) £*#fc 0 
[0 16 2] 4 - [3- (6-^ 

2 --r /w^/u*>-r ^ K) -2- [l- (4-e 
y >>/u) tr-^y v?>- 4 — >r t ^ y tr^- 

^^^e/u^y^o^^Jc 

^sW5tifii^^-c\ sstt«3-e»e>*ifc<b^*» 

itf (50mg) *5 il/ft^/W^ y > (41ml) £J!H> 
T<£/£&m\ mmitS®) (1 9mg) £'#/c 0 
[0163] M^M 8 4- [3- (6-^DDt7^ 

2 /u^/u^ ^ K) -2 - [l- ( 4 - e 

4-<4 sisJ^/U] 7;;7 x Dt't 

mmws kmmvxmx^ mmmzxmhixtLit^m 

(I0 2m g) . ^X^r/lo* y 1 , 1 -C/xi-3f ~> K 

hy^/P^-uI^i^^ (2 0 6mg) ioiU? h y ai^/UT 
^ > (13 8ml) ^r^^T^^^fTtV mMit^Wi 
30 ( 2 8 m g ) ^r^fco 

[0 16 4] H*£#l9 (R) -4- [3- (6-*o 
ut7^Uy-2-'f^/U , /7? K) -2— [ 1 — 

(4-t e y^/w) t^yv?y-4-^/Mf^] 7^;y 
^Dt*^-^/u] -i, i - i/^^y^^^e/U7j> y ><d^ 

( 1 0 2 m g) Srffll>-CRiS4rfTCV mmit&Vo (4 8 
mg) &#fc 0 
[0165] ^JS^I 10 3 - (6 Ul» 
40 - 2 --f /U*/\,&^T $ K) - 2 - [4 ^/W- 2 - 
(4-t'yy^) 7 t 7/-/i'-5-'f/u>f^] 7;; 

g^^j91t0 4 2 - U-fy^/l-) f7/- 

— 5 -#/n#>&Sr<Mig«fc 1 >0<Ig2 >|3|E^ 

2fct>T% ^ 1^ 1 IS 3 ^tifc^^ ^ 1 I 

[0166] mfeW 11 3 - (6 o o^-^^ U> 
5(7 - 2-^/^^>7 ^ K) - 2 - [4 - > f /U- 2 - 
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(4 - try f7/-/i'-5->f/Mf/i'] r ^ / 

:/p 

[0167] 12 4 - [3- (6-^PDf7 

^U>-2-^/U^/U^>-r^ K) -2- [ 4 - ^ ^/U 

[0168] 13 3- (e-^nn-^y'^U^ 

-2--i j^^/Vt^^T ^ K) -2- [^T^nt 5, 4 

- c ] t°y 2 --r/v> ^/u] r^^nt^vfe 

3C ^ :x y- ;V<0 S $L 

gfr^&o^r [ 5, 4-c] t°y^>~2-^/u 

l'ia3T*«^ixfe-fk'&%i:llffi«l 115 ti^ai^g: 

[0 16 9] Hffi^M 3- (6-^na-^-^^U^ 

- 2 -4/l>X/i'&>7 5 K) -2- OT;/p[ 5, 4 
-c] fc:"y ^>-- 2 ->f/P> fvu] 7;y^o t°^>^ 

<d£$l mmms tmm&Jj&x* mmmi sxnbti 

[01 70] Mfeffl 15 4-[3-(6-*on-*-:7 
^y-2-^;M;^y7; K) -2- [f7/o[ 
5, 4-c] k°y v?>-- 2 --f/l^^/u] 7;;ypt° 

^--yu] -i, l-^^yft^e/wtyy^ 

[0171] Hfifl 1 6 3~ (6 p p-7"7* U> 

- 2 --f/U*/U*>T $ K) - 2- [5-tert-y 

b*c>'%/l'7$~/\ 4, 5, 6, 7-fh7t Kofi 

y*[3, 2-c] ^^^^-2-^;^^] 7^;^ 

g#<k£fl^5- t e r t -7 V *i/*u\>i£^jv- 2 
/i^/u-4. 5, 6, 7-r h7t Kpfx/t 3, 2 
-c] V!) i/>*m\,^ HfiWlIS3t'»5)nfcftd 

[0172] 1^1 7 3- (6-^pd^^^U> 

- 2 -^/U^/U*>T U') - 2- [5-tert-^ 
h*is#A'tf=.A>- 4 , 5. 6, 7-7h7tFafx 

y[3 f 2-c] ey-/y-2-^;Mf/P] r ^ / ^ 

p tfar^Ktf^jjfc 

KffiM i 6 T^btt^^^^^^TTKKft:^ h y vj* 



(27) 2001-11071 

52 

[0173] mt&m 18 4-[3-(6-^PP^"^ 

* 2 --OU*/U*>T ^ K) - 2- [5- t e r 
t h ^rv^/VsKxwU- 4 , 5, 6, 7-fh7t K 
Pf^y[ 3, 2-c] t°y 2 --f/uy ^/U] T 

^y^n t e t-;u] -i, i - yt^yf^-^/u^y > 

70 [0174] Hffitfll 19 4 - [3- (6-^0 a-fZ7 

# U>- 2 -«< /UX/l,*>T S K) -2- [4, 5, 

6, 7 h7 t Kofxy [ 3, 2-c] eyi/y- 
2-^/wy^U] T^y^oft^/U] -1, l-v?* 

^-y^^^/u^ y >-<7}<£j& 

[0175] H&tfll 20 3-(6-^PP"^-7^U> 
20-2 ->< /VTsjVfr^T ^K)-2-[6-tert-^ 
h^v^/W^-^- 4 , 5, 6, 7-7h7t Kuf7 
>^p[ 5, 4-c] fc*y i^^- 2 --f/Up'^/P] r^y 
^P t°t>^x^^x^f /U^'&lJ 

£#4>£DO 6 - t e r t - :/ h 3r ~>;fr /UtK^/U- 2 — # 
/l^,U- 4> 5, 6, 7-f h7fcKPf7/o[ 5, 

4-c] eyyy^iv\ mi&Winmsx'&btiitfc 

[0176] HM21 3- (6-^pp-^^^U> 
50 - 2 -^/P^/U^^T ;K) - 2-[6-tert-y 
h^ry^/U^x/U- 4 , 5, 6, 7~T h7t Kof7 
/p[ 5, 4-c] t*yc;y-2->f;Mf;U] 

!/p fc° *->&CO-&fi£ 

[0177] ^Jg^ 22 4-[3-(6-^pp TV 
? Isls- 2 /V*;V*ls7 ;F) - 2- [6 - t e r 
t —7 V *c'>jj;\'7$~/U- 4 , 5, 6, 7-7h7kK 
40 u^TVu[ 5. 4-c] ey^y-2-{;Mf^] 

r^y^p^^/v] -i, i - i?**y^**r/u* y 

[0 1 7 8] 5l;5S#J2 3 4-[3-(6-^pp^t-7 
^U>-2 — f/M/^y7; K) -2- [4, 5, 

6. 7-rh7t Kofr/pt 5, 4-c] eyv^ 

-2-^/i-y^/w] 7;;/n f ^-^/U] - 1 , 1 - 
50 ^1&W2 2X'&htLZit&m*i?*u* tflsk^* S 
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[0179] mim W 24 4 - [ 3 - ( 6 - t a a -f y 
^y-2-f/M;U^y7; K) -2- 
-4, 5, 6, 7-7h7t Kof7/n[ 5, 4 ~ 
c ] ey 2 -W/I't' ^3 7;;yDt^^;U] 

^ffi«2 ^X^htlhit^^t 3 0%>t;UA7;uft K 

[0180] Hffiflf 25 4-[3-(6-^nn^-^ 
^U>-2-^/^^*y7; K) - 2 - [6, 6 - ^ 
y^/W-4. 5, 6, 7-rF7tFof7/o[ 5, 
4-c] t'yyy-2-^;Mf^] 7;y/Pt°7- 

2 4 fb^^^r D M F C^S? L, 

y^ix^^ETx a ^b^^taoSfcrs^ilwJ: tK a 

[0181]H«« 2 6 4- [3- (6-^PPt7 
^ 2 --f/l-^/U^^T ^ K) -2- [6-y^/U 

-4, 5, 6, 7-r h7t Knf7/n[ 5, 4 - 

c] f y 7;;yot c t^^] 

4X'i%btiZ>it-£%d*T± hyi:i«U l« 
^TKKfb"*- h y *.**Sffc* 3 0%^Kfb7K^7K^^ 

10 18 2] mtmM 27 3-(6-^nn^-7^U> 

- 2 --f /U^/l^^T ^ K) -2 - [ 5 - y 7 - 

5 y - 1 . 2, 4F!)7/n[ 1, 5- a] 
fy;yy-2-^/Mf^] 7;y/nft>^xf 

y — tK^T, 2 n p y ^/u 

- 5 - y =5-J\s- 7 - y^f/1^7 5 y - 1 , 2, 4 h V T 
Vu[ 1, 5- a] t°y^i/> (CASNo. 2885 
8-4 0-4) £ ^££#1 1 II 3 X'& htlfcit^m t £ 

in*.* ft^x-hyif^7 z>$;m%mm?LtL'&. mm. 

[0183] 8 3- u n-Tyf ls> 

-2-^/^;^y7; K) -2 - [ 5 - y ^/W - 7 - 
it^^/UT ^ / - 1 , 2, 4hy7^p[ 1, 5-a] 

t°y ^ - 2 --f/uyf /i^] 7;;^d 

ns^i 3 £ mme>jj &x\ mi&m2 7 x'&htiz><t<£®> 

[0 18 4] mimW2 9 4 - [3- (6-^PPt7 
^ 2 --f /l^/W^^T ^ K) -2- [5-y^/P 

- 7 - yxf;U7 ^ y - 1 , 2 f 4hyr>/D[ 1, 5 
-a]t , y;yy-2-f/Mf/l'] 7 ; / / 0 ft- 

/u] - i , i -yt^yfT^/^ y >(d^j$. 
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mi&M8 tmm<Dxmx\ nmm* 8 -c»e>ix-5-fk*4fc 

Sr^^/U* y 1 , 1 -y^^ry K h y 

[0185] H 2fe0j 30 4 - [3- 
^ U > - 2 - >f /U A* * > 7* ^ K) - 2- [5 — v-^n 
^^y;U-7-i/xf;l/7^-l, 2, 4 h y 7/d 

[ i, 5-a] ey * 2 -*< ^y^/w] x ^ y :/ 

Pt't-^] -1, 1 -i/t^rV ^Or^jVib y ^<D^j£ 

70 a/s^->/u- 7 - yif-zl/T ^ - 1 , 2 , 4 h 

!!7^o [l, 5-a] fy vyy^MilIt3T 
»5>ixfc<b-&ftt«:SJCS*T. 3- 
^l/>-2-^^/^>7; K) -2- [5 — v^p 
^^r>/U- 7 iV? * y - 1 , 2, 4hy7/D 
[1, 5-a] e y -;yy-2--f;uy 7;yy 
p t"^>g^^^/u^^^/w<lr^5 0 HffitfH 3 £EI 

^(7)7j&t% ^^^r/^^/wfy|7!l-*l:| 
<o £«bt:i. §H60!I8 ^f^^^yj&Tv ^^-^/u^y> 
- 1 , 1-yt^fyKhy ^/ua-pRSiSirRj&Sii:. 

[0186] ^B^O^^om^^trl^ 1-3 

tC^ Lfc 0 USatftf 1 — 9 cD{b^^(7) I R^^^ h/K N 
MR**** h/U£04 — 5IC^Lfc 0 

[0187] 

Tx JHih«L J1B«S. JIESStt. -ifittJIBlfijfiLjBfls (TI 

^t^jfii^^. mmfcmm (dio . A^faw^mm. 

Haffi^fffl*/.fKW] 

[B 1 ] *$tW<omi&Mi\L&m 1-10 o^it^^r^ 
ipL)t[aT**)5o 

[02] *mw<Dmmw<t&V!) 11-20 01^^^:^ 

[0 3] *«WOS?2fi«lb^i»2 1-3 OOig^ 
[0 4] *$£W(Dmi&m<t'£®) 1 — 6 J^o'^X I 
5^ [05] ^BJ^iW^7-9l:o^T I 
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[B4] 





IR 

fKBr. cm-1) 


N M R (ppn) 


» j_ 

1 


2929, 1732, 
1599, 1329, 
1157, 1078 


CDCl3:8.42 OH, s), 8.27-8.22 (2H, »). 7.94- 
7.83 <4H, »). 7.60-7.53 (1H, n), 6.67-6.61 
(2H, m), 5.40-5.25 <1H, n), 4.20-4.03 <2H. 
m), 3.90-3.79 (2H, in), 3.38-3.23 ( 2H. m), 
3 06-2.96 (1H, m), 2.85-2.72 (2H, <n), 2.52- 
2.43 <1H, m), 2.25-2.16 (IK, m), 1.82-1.46 
{3H, n»)i 1.27-1.08 (2H, m}, 1.22 tori, t, 
J=7Hz) 


2 


2929, 1732, 
1599, 1329, 
1157. 1078 


CDClo:6.42 OH, s), B. 27-8. 22 (2H, «), 7.94- 
7 83 (4H, si). 7.60-7.63 (1H, «), 6.67-6.61 
(2H, m). 5.40-5.25 (1H, n), 4.20-4.03 (2H, 
m), 3.90-3.79 (2H, ro), 3.38-3.23 (2H, m). 
3 06-2 96 (1H m), 2 85-2.72 {2H, m), 2.52- 
2^43 OH, n), 2.25-2.16 (1H. m), 1.62-1.48 
(3H, «)» 1.27-1. 08 (2H, a). 1.22 (3H, t, 
J=7Hz) 


3 


3412, 1647, 
1647, 1529, 
1167 


DMS0-dB:13-68 (1H, bs). £.56 <1H, s), 8-55- 
8.47 OH, n), B.30-8.13 (5H, »), 7.9B-7.92 
(1H, m), 7.75-7.68 OH, ro). 7.26-7.17 (2H, 
m), 4.30-4.17 (2H, ro), 4.12-4.01 OH. m), 
3.60-3.08 <4H, tn), 2.99-2.77 <2H, m), 2.26- 
2.08 <1H, »), 2.05-1.85 (2H, m), 1.32-1.13 
<9M. ml 


4 


3412, 1647, 
1547, 1329, 

1 1!>I 


DMS0-dB:13.6B OH, bs), 8.56 (1H, s). 8.55- 
8.47 (1H, m), 8.30-8.13 (5H, u), 7.S8-7.92 
(1H ro) 7 75-7.68 OH. n)» 7.26-7.17 (2H, 
m )/4.3CM;i7 (2H, m), 4.12-4.01 (1H, n), 
3.60-3.08 (4H. m), 2.B&-2.77 (2H, «), 2.26- 
2.08 OH, m), 2.06-1.85 (2M, m). 1.32-1.13 


5 


1628, 1699, 
1444, 1327, 
1157 


CDC13?B.40 (1H, S), 8.28-8.21 <2H, m), 7.94- 
7.82 (4H, n), 7.60-7.53 (1H, n), 6.B8-6.60 
(2H, m), 5.70-5.50 (1H. m), 3.92-3.82 <2H, 
m), 3.64-3.18 <6H, ro), 2.8B-2.67 <3H, 
m), 2.43-2.33 (1H, m). 2.30-2.20 OH, li). 
1 f7-1 45 (9H- «), 1 31-1 15 (?H. ro> 


6 


1635, 1599, 
1514, 1327, 
1155 


COCl2:8.40 OH, s). 8.27-8.23 (2M. m), 7.93- 
7.87 (3H. ro), 7.B4 OH. dd, J=2, 9Hz), 7.61- 
7.55 (1H, ro), 6.68-6.63 (2H, u), 5.70-5.50 
OH, ro). 3.93-3.82 (2H. raj, 3.70-3.40 
(9H, m), 3.2^-3.18 OH, m), 2.88-2.75 (3H, 
m). 2.43-2.30 ( 2H, m), 1.87-1.52 (3H. m), 
3 3.V1 16 (2H. m) . I 



115] 





IR 

(KBr. cm-1) 


NMR (ppn) j 


7 


1633, 1599, 
K68, 1327, 
1155 


C0Cl3:8.41-8.38 OH, m), 8.28-8.23 <2H, m), 
7.93-7.88 <3H. a), 7.84 (1H, dd, J=2, 9Hz), 
7.58 OH, dd, J=2, 9Hz), 6.68-6.63 (2H, m), 
5.70-5.50 OH, n), 4.06-3.63 (6H, m), 3.51- 
3.45 (1H, n), 3.30-3.18 (1H, ro), 2.B9-2.75 
(3H, mj, 2.72-2.50 <4H, ft), 2.40-2.32 (2H, 
»V 1-87-1.50 (3H. «). 1 34-1 17 (?H. ml 


6 


1647, 1599, 
1321, 1155, 
1124 


CXl3:6.39 (1H, s), 8.29-8.22 (2H, n). 7.9B- 
7.89 (3H, n), 7.B4 (1H. dd, J=2, 9Hz). 7.59 
OH, dd, J=2, 9H2), 6.69-6.63 (2H, u), 5.75- 
5.60 OH, n), 4.37-4.25 OH. n>), 4.15- 
3.80 (5H, ro), 3.65-3.58 OH, ro). 3.36-2.93 
(6H. n), 2.90-2.78 (2tf, ri), 2.60-2.62 OH, 
n), 2.38-2.30 (1H, m), 1.B8-1.52 <3H, ro), 
1 35-1 Ifl r?H. n\ 


9 


1647, 1599, 
1321, 1165, 
1124 


C0Cl:-:fi.39 (1H, s), 8.2S-8.22 <2H. m>. 7.96- 
7.E9 (3H, tn), 7.84 OH, dd, J=2, 9Hz), 7.59 
OH. dd, J=2. 9Hz), 6.69-6.63 <2H, ro), 5.75- 
5.60 OH. ro), 4.37-4.25 OH, a), 4.15- 
3.80 (5H, m), 3.65-3.5B OH, ro), 3.36-2.93 
(6H, ■), 2.90-2.78 (2H, n), 2.60-2.52 OH, 
11). 2.38-2.30 OH, m), 1.88-1.52 ( 3H» ro), 
1 35-1.18 f?H. B ^ 
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8MUR* 


F I 




A 6 1 K 31/505 


6 0 6 


A 6 1 K 31/505 


6 0 6 


31/535 


6 0 6 


31/535 


6 0 6 


31/54 


6 0 1 


31/54 


6 0 1 


C 0 7 D 417/04 




C 0 7 D 417/04 




487/04 


14 6 


487/04 


14 6 


495/04 


10 5 


495/04 


10 5 


513/04 


3 4 3 


513/04 


3 4 3 


521/00 




521/00 
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HH04 
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DD14 




EE13 


FF06 


GG05 


HH28 


JJ08 
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